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£ <D^£tf ti ^fitnc^ tJc, ^y-;K x^y-;voj;^^7 
;Vr7 — yxf ;i/x-f ;K y^f V7*n tf;i/x-f JK rb7HFn77>, v ^- 

f^yx^>, yxf vy^ij 3-;Vy7f jVx-f i H^-rJVi, 
t£BM?-/K @^:x-f-;k K^nt'/v, g^Bfe^^K IKyxf^ci -5 
% *;VAT5 F, '^fWW7 5 K, ^W-k>7? F. V >^ > 

'J7U\ N— >f/Hfo'J F^6DJ:?&75 KSS, <^3f"9->\ VfvJy, 

&f&ffl&&fz £ EFaucte, ^y~;K ^y-;K r^j^^, xh^t 

BMba^ d^9A, ;vr-^A, - v trfrV X 7 $Jt&JKftktt 
, 7nnf'jx (h'j7i-^*^7-f>) ny^A (I) (Wi lkinson#£#) Wi^i 

M\ fflUlSftWSliifc^O. 0 5M1 0»T?*!K 0. 0 5 77 

RJSaWEli, tBS&JR*h *«U KaSKJ: - 1 0 7^8 Ott^t), £f 

077M5 0t:7?ab^o 
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±iB**-Afc#v»-C. RIO, R2 0, R2 1, R2 2, R2 3, R3 0, R31, 
R 3 2 , R 4 0 , X 1 $3 J: 0* n & R 1 0 a , R 2 0 a , R 2 1 a , R 2 2 a , R2 

3a, R 3 0 a, R3 1 al3 iC/R3 2 alitfrifcO<fe©fcH*i|-C*<&o R4 0 b 

$ tiff Wt 35»"C § * o 
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fk^^)ftSS*3fSt: i 08fe*t « i 1 1: i iJ , (1) *&M-f&-%& 

±IE*3r-A&Cj3V^ RIO. R 2 CK R21, R22. R23. R 3 (K R31, 
R 3 2 . R 4 0. Xl&XZfnfth ZfiZ R 1 0 a . R 2 0 a . R 2 1 a , R 2 2 a , R2 
3a, R30a, R 3 1 a & J: ^ R 3 2 a iift^cD <D t 3 o £ fc> A 1 is J: 

tfA 2 JiBfUOR 4 0 ^#^Oi:lL/;lt^«o Al Jfcl±A2±i:^nt 

J: n ^^--r^M, ^nn*]i/A, ^'^nn^r/, 1, 2-v^ddx 

tth'^A, ~>7v h u fA, #9 y-^v v y<ox. 3 %&7mM%M 
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s«: 3 Issaasssis*,!, 



[0 0 6 9] 

(DS) 

[0 0 7 0] 



ffifiE#2 004-3101242 



#M 2003-434312 



lit 1 5 ] 



■>32a 



>23a 



22a 




,21a 




(6) 



D-1 




>22 



R 40 N 
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( ili;?!r2'*5*R°10. R20, R21, R22. R23. R30 R31 
R 3 S R 4 0 X 1 * t 0- n ft 6> 0-C R 1 0 a - R 2 0 a R 2 1 a , R 2 2 a R 2 

«?mws?t!?«, *«wMj**f.«*»»^ r^*"?-"^* 
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]&S&JI#ilM\ iH^WM, -MM, BU&MBEK. i •} 0. 5 7^48B# 

$ filtmi- %> £ rt*-C § -5 o 

^hfltzit^m (1) ©Rl 0^ttMtLTV>tU^y^DA^^-;vl 
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±|B**-Afc*vvc. RIO. R20. R21, R22, R23, R30, l\ 
pop R4 0 X liS.fctfnfcfctffcR 1 0 a, R 2 0 a, R 2 1 a, R 2 2 a. R 2 
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u \2 2 2] (DABCO) . 1, 8-v7f^^ [5. 4 0 

(i) »±, iBPJi^fe^E^ft^fe^*^^*^** 

?^Tfe!tv->fn^*V^****W^b#* (1) - 
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(1A) 

(8) Mfc*» (9) fc*RJ6 (7?^3>i^7.T-y3/) " " r 



lfi**-Afc*V>T, R10,R20,R2UR22,R23 ; R30 ; R 1> 

^Xv-;k ^tv^v-;k n-T^-'K -rv^-*, t_ *f i"*;* 
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SI 0) UE#i:44^f^^^tli, 

W9^A, 1, 1' (y7 *^?f' 7 .liU :t ^nn^ 
a c k lj xv^nA^fy;Wt^7'f >" ) -7 v <7 A ft *5 -> 

4V^O-C*W»HR36ttftv^ 2, 2' - H * ( v 7* 

,x , r _tf^7f-;V (BINAP) > 9, 9-v^^;V-4, 5 - H * (v7x 
iUxV^) (Xantphos) , h-;-t-W*^>, H 

^^7lr2-^>.n^,^7,7-2' - (N. N-^^VT 
;**S2»A*WV**n*V-K 1, 3-« (2, 4, 6-M»«7x, 

MtV^A> ftl*'J9A, 7 ? ft*'JfA, ^fttV^A * 

kftf- fJ7A, -j7A«n ******* fctt t- v 5 ?\ 8 - 

10 13 1 e-^*^**^** 3 ***?*^ (18-Crown-6 , 1. 
4 1 1 o' 1 S-^V***^*^^^^ (15-Crown-5),7-j 
4'r I 9 7-f';v 7>^7A, Aftr- h7^TV^^4 if £ 2: ^ * * 

IS\ L.Buchwald^J. Organomet. Chem. (1999) . 576, 125. d fc* c § * o 
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* ^n^i ? 4»« 
n -7-n^v-;K ^v^;V-;K n-?*^-*. 4 J 

fiSS (i i) > «fl* (i) * mmm mm (iik» ^« 

M (ID S7jc». i7W7*ht-> (ID ; . **STSM (I) 

xfv>yrrA n, n' -^f;vxf vvvT.a ^7*1* 

ft is, ±IB^*ffi^i-^>^tLT{i, L. Buchwald^Org. Lett. (2002), 4, 581. 
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(1A) 

ami Tffemm*. mmm<7)^T, &m<r>&&T, 

WSOft^fc (1A) CUB* (1) CiltiXli««I^ 

} If^fZtt RIO, R20, R 2 1 , R22, R23, R30 R31, 
R3 2. R4 OSma^CR 10a, R2 0 a, R2 1 a, R2 2 a, R2 6 a, 
R3 0 a, R3 1 a> R32a*i^R40 a liflfifc© *> <D R**re**o £ fc. Ml 

r%m 9uu*»^V*u***v> 1, MA:**©*? 

^iStft*I«>-c**t»»KiR36tt4v^, **»kwu mm (I I) . ( 
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D 20a 
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R 23 R 22 




R N 




(1A) 



*S#^f"S*WT, ««Tt/:tt«T, (1 1) < 

<fb#W (ia) UB* (i) fc:*3tt*xi#«i*^<fc**> 

° ±»^-AWV^, RIO. R2 0, R2 1. R2 2. R2 3, R3 0 R3 1. 
R32 R 4 (K n^itmift&miOa, R 2 0 a . R21a, R 2 2 a , R 2 
3 a R3 0a R 3 1 a . R 3 2 a *3 X XfR 4 0 a lifr&W & © £ o 

t«)T?4»t*ilflH:RStt4^^ JMW'li, **>>->K ^^"^ a-^y 
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57v^ni£;v^;VT5>. 4-^W5^^rA DBU, DABCO^ 

^Jjil HH 

"i»w©5fc** (ia) i±, jiiafcj:^***^*^**^****"** 
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% (1A) UK* (1) «WX1^»«) **t*t?n 

.Lii**-A|C*V^ RIO. R2 0, R2U R2 2, R2 3 R3 0 R3 1 

R3 2, R4 0. n *itfWlaWi:R2 0a, f 2 I ^lliV p ui 
30 a R3 1a R3 2 ai3iO ? R4 0 at«©^t^M^° R 1 0 btt ^ 

R10O r«^*^*^"^ V ^^ X^y^U^^^m ^VHEi^^I 

E 1 0 c ttCl-6T^**^2o«H|i:4 9 t, ^fjvlttt^tv^^ 
i^C2-37^V^*U E 1 0 b {i C l-67^^iW) o 
Ml b &~ =£ *9 Ij&ffZ btz&o 
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4) tzm^, nhtizK&M<Dum&*mm~£*)^-fz>z.iiK£t), ^mmit 

^ m (1A ) (_Lia^ (i) n^it^x l^ffl^M^^fb^) 

T- FSS ^o-tf^, *~>v>\ ^^fv^wi;9 4ffl»*a Vj- 

y-;t/ n-7'n;N7HK ^V^;V-^ n-T^-JK ^V77/-;K t- 

(>V7x-;V^7^/) A'7'77A, MJ* (y^7y'jf77-fe>» v «7 

a\ If* (y^>y'Jf77^K/) A"7y7A, t?* (>'J-t-7*f^7-f » 

tt-i± Tia^-r/^v^A (o) mRfrfc^&^tt^^^^Attfr^itrraB^r 

a, i. i' y ML^-T^it 

nn^y-)^ y^nne7 (>V-o->'J^7r/) ^7y7A, y*nni£ 
* (f'J7y7nA^y;V*77r/) ^ 9 V V A & if^*> «9 > 

^) 2- (y->:^^y^7^/) V^-"«£* 

3,***7-f>, 1, 1' (^x-H77^) 7*n*V, ^-t-?*-* 

^^^-vAfh77;vtn#V-h^if!:Wit^"?l^o _ 

»HJvA, -^ iitBt*^* 1 ; ^^tK 

^ th y^ A I|ff>V7A> ^Sft^'J-JA, 7KBMb*U7A, 77ft*V9A, y 
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±.m*&*m^-fZ>XmtLX^ S. P. S ^ f ^ th ^ T etrahed^n _(1998) 54 2 
63.&J:^\ N. Miyaura, A. SuzukiOChem. Rev. (1995), 95, 2457*^*-** c§ 



^> o 



**S^£SS«H«V*fctt*»B*T, (1 3) t^m (1 4) b 

* #f jSft^fiW***** i: J: 9, ( 1 A) ( 

iia^ (i) KfctfsxiiWfcW^^frMW *«st**ft-c*4. ^^^.^ 
«iW4^?f9A (o) itiatit Bftjo^w*»*ifc**^*> 

(y^^'JfVT^v) ^y7A, tf (>y-t-7f-** 

ot*^^^ t i ^) ^^^t^t ^ ^°7 y 7 A (0) »lt^o 

JUM*^ W^y7A, i, 1' (^^*^*f' 7 .ld ) .^ ;t °^^ 
nn^y^, '^nnW (H ;_ 0 - > ^^7^ » ^yyA, v^nnt 

v;v^-7,>a >u-2-7-;;^7rA i. i' (97^***7^ 

fe*^L^v^o^^^«^Pteii^^^\ m,m^\t, 7vft*.*y?&> 7? ft* 
M'Jf7A, JUtV***. Mt>U7A, 7 7ftf>77W>^7 
A, 3 7fti, BMfc«l, »<bffi»ft**W*"^**° 

63.£±^\ J. K. StilleOAngew. Chem. Int. Ed. Engl. (1986), 25, 508***t* * 
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23a 



R 



31a 



Oa 



>32a 

N I 




R 



30a 




3 22a 



\ / 



-R 
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(15) 



R 



10b 



-W 



,1a 



(16) 
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R 4U N 



(1A) 

MSti ^stt^J^ A7v^ (o) mm<7>&feT, ^istt»#i^Tt fc»±* 

) fc**3&&«l*ai (1 5) 4 fctt*X&Jttt* (1 5) fcRJ&LT (Suzuki RjSt J tt 
Stilled) . ftfeti4ft**0«i«*»faK± D^tittfci »>, 

m (ia) (_tiB5S; (i) ^istts x i ^fflacJST-o^b-frW) &»&i-&:£«"r*So 

±ia^^-A^joV^T, RIO, R20, R21. R22. R23, R30. R3 1, 
R32, R40, nfii« f Wla4^i:R20a, R2 1 a, R2 2 a. R2 3 a, R 
30a. R31a> R 3 2 aiSi^R 4 0 a liWa©t©iHtit*io R 1 0 b Ubu 

Mlli^B (OE 1 0 a ) 2 *$fc«5*;S n (E 1 0 b ) 3 ^fc^-f 0**, E 

V>-CU^C2-3 7^V->*^U E 1 0 b tiC l-67^^rJV*^t) o 

flit feli»»-r*ifc***e#*o ' v , f .„^^- 1i 

»&*Lfcft*« (1A) OR 1 om»*tUv»tt *^ha^^ 
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Ut2 2] 




47, (1 7) i:^n^yM^^L, Rl 0 a^i^^5>^ 

uryitztiwk&wzn (n-i-iis) , &bti&fc&vo(o&n&*jtr'&fc£t)i& 

(N-1 -IX®) (cov^t, «£JRtt*fcfcfeT\ TO'&MJ'K 

±fB**--M::j3V>T. RIO, R20. R21, R22, R23, R30, R31, 
R 3 2 N R40, n3&£ ZFX 1 feb ZFK Rl 0 a> R 3 0 a , R 3 1 a . R 3 2 a *3 J: 
R 4 0 aim&<D*><DtmMM'?&2>o ttz, R 2 0 b, R 2 1 b, R22bi3iU f R2 
3 b li^fc < t -o^7X«^^^> *K ?S «5 R 2 0 a , R 2 1 a . R22a*iO f R 

(N-1 - IIS) 

n y J^ffcolST?* & o 

fc<0Tfctt*ur#teRJfett4v>3&*, jL#6Wi, **y-;K o^y-;K n-^n/v 
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^mny^iHT^a-^ <^-f9>, U^n^fV, 

^^Vjc-x^i^ftx.-r^Hl. ?nn*W, ^nn^r/, 1, 

;VT-bhT^ K. /^iM^'J ^m>UT 5 K<0±^*T5 Fit. Sf^^tW^ 

aii^»*&iftb*v>>bo"e*tttf#twia5gt±«:v^, ^#bjki±, (c 1 2 ) > 

**(Br 2 ), 39*(h), N-^n'Dn;^ 5 K. N-7'n^3^^ 5 

ffc nhtifzlt&m (1) OR10#l»fUv^Uv^y^A^^^;vi 

J&*# *SS?L »-T StfcCiO, RIO *W5<OflfcR* tfLtv^Uv-y^nA 
^•~>;v^-e^>^^:^o<b^ (1) &#&££^£&o _ 

^Cit), ^H^o^fe (1) ZUTkir&TM-?$>Z>o 

Fifi^M * * a l d s ft-fr* *tz&*<D Kmmw t n * k 9 u * * ? y° u 
mmm^m^, %tz\mmw^-mmm^m&*t^m~t>tzz>o Fife* jtncft 

fek{&«<0— * M:*Ii*i^t^«^ JohnF. Hartwig; Ang 

ew. Chem. Int. Ed.; (1998), 37, 2046., Steven P. Nolan, et al. ; Org. Lett. (200 
1), 3, 10, 1511.. Stephen L. Buchwald and Gregory C. Fu, et al. ; Org. Lett. (200 
0)', 2, 12, 1729., Stephen P. Stanforth; Tetrahedron (1998), 54, 263.. Karen, E. 
et. al.; J. A. C. S. (2001), 123, 10770.. Stephen L. Buchwald, et. al. ; J. A. C 
S (1999) 121 4369 . D. M. Tschaen and R. Desmond, et al. ; Synth. Comm. (199 
4) '24, 6, 887..' JohnF. Hartwig, et. al. ; J. A. C. S. (2001), 123, 8410.. Grego 
ry C. Fu, et al. ; Org. Lett. (2001), 3, 26, 4295.. Damien Prim, et al. ; Tetrahed 
ron (2002), 58, 2041. *mf& Zb&X^&o 
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W*^U«:v^OT*tHdr«F^ISJfeJ±&v^ W^7y'7A (II) oi74/^y 
J:^ft«UMIfc, 2, 2' -e* (y7x^W7^;) -1, i* - yf * 

S^-*- 0»fcl±, ftS^^yfi (I I) - tf'J^At-T'h^yKis 
j-y?^ i; _ t -7fj^x*-7Af h 77;Vtn^V- h ©t*^^^**o 

MK it, 7 OTIjMI 5 Ott^. 
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? 40 _ N - 



? 32 . 
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(1) 

P&ti. Tfffi'&mM*. \t^m (18) Pf'J 9 >*/i'*-/Wteffl*RJSU 

7x yl /i/tfejcHMfea* HJ7;v*o^?>xW- Mfc $ iitzit^ £ # ( P - l - l X 

*»«i-**ftt?**^ **vMi (p-i-ng) ^ov^\ wx;-^H7 

m (1) *r«BS"*"*^S"t?*&o ^ 

_t|BX*-Afc*SV*-C\ RIO, R 2 (K R2K R 2 2. R 2 3. R30, R 3 1 , 
R32 R40, n^iffXl^^CRlOa, R3 0a, R31a, R 3 2 a £ J: Xf 
R4 0 attlWrifi^*^fcra**^**o Sfc, R2 0 c, R21c, R2 2 cj3£^R2 
3 c ii, V^T *L#— oj&*7 / -;W47fcM?^* ^i^ s "R20a, R21a, R22 

( P - 1 - 1 IS) 
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Ztz, &htifz4k&® (1) ©Rl O^fiMttwUV'V^n^-^S 
(P-1-2I8) 

P - 1 - 1 Xg-e#^tL^>^%<D h V ?;v^n^ yxjv^-^t^rvi^Pifl^tjl 
t^jCftLTtt Kurt Ritter; Synthesis, (1993), 735. "C* So 

is, jfi«rM-r*xstiitrao*3if«sn^xefc»±, mm^m^^t. mm^x^m^x 
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[ft 2 4] 



3 23a 
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W 1 E 3 



V / 
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(19) 



10a' 
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(20) 



Q-1 



R 
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R' 



.40. 



R J1 
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(1 A) 

&m (19) tit&m (20) fc*Rjsu nbti&ft&yiKo&mmzmMfcx. vm^-r 

^fPJOft^J ( 1 A) (±12^ ( 1 ) fc*5*t* X 1 ^fiftH^ft^ 

Jiffi^-A^iS^T. RIO, R20, R21, R22. R23. R30. R31. 
R 3 2 . R 4 0 , nisi; tTW l^WCRlOa, R 2 0 a , R 2 1 a . R 2 2 a . R 2 
3 aisitflM 0 a teit^O & O £ & o El. E 2 23 J: E 3 i±mM1r 

c.31 
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,40. 
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E 4 R 23a 



•>22a 



-,40a 




V / 



-R 



,21a 



■>20a 



(21) 



R-1 




(1A) 

Rmt. ypmm&m*. it^m (21) ^u^kjblx, %htiz>it&m<D&m.m*m 
UKx^m^i-zz-ttzxt)^ *&m<Dtt&® (ia) (±m& (1) 

±|B;**-Afci3V»t\ RIO, R20, R2U R22, R23, R30, R31. 
R 3 2 . R 4 0 , n £s J: XPN XIK Rl 0 a> R 2 0 a . R 2 1 a , R 2 2 a . R 2 

3 aiSitFR 4 0 ali|faot>©i:R*«^**o E4, E 5 is J: E 6 ttftSk* 



-.32 



->40 



p31 

N N 



R 30 



Sfc, WfctLfcffrfrW (1A) f)R10«MLWUv^>^A^^ 

2004-3101242 



#fl 2003-434312 



s*-*J: 47/ 



#5>tLfc^i»*Bft*fc Lfcv>»#tel±, 5£&fct£-o"Ctr3 ifc^^io * 



[0 0 9 1 ] 

(sm 

[0 0 9 2 ] 
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^-v: 48/ 



Mb 2 6] 




(1B) 

^mm^M*. rt^wj* (o) mm, (22) mi^s* o) 

(ib) (±te^: (1) Kfcttax i^-CH-i«») £S£?tl-& 

±fflX^-A^i3^T, RIO, R20, R2K R22, R23, R30, R31> 
R 3 2 . R 4 0 , n . W 1 a is J: tfM 1 b & <b R 1 0 a , R20a, R 2 1 a , R2 
2a, R2 3 a. R3 0 a. R3 1 a, R32ai3j;ffR40 a \m&<D *> © W*<|T 

^H0J<^^% (IB) {±, JiflBfc J: ^#t»tL^.KS^%^^«i-^^ft^^ 
K£ * - i * o 

, S^IIteiJ:, (2 2) Mt^% (9) «rKJS$^/cmc07K*Y&OXe 



[0 0 9 3 ] 

(T*fc) 

[0 0 9 4 ] 



miE# 2004-3101242 
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49/ 



[ft 2 7] 




(1B) 

x .£ i±> 75-ffi14^iJ*, ^yy^A (0) J»j*©#:fcT\ ft^t (2 4) fcft^J (2 5 

*&W<Dtt&® (IB) (±155*; (1) KjSlt&X l^-CH-*oM) 

±ia*^-.MCi3V>T. RIO. R20, R21. R22. R23, R30. R3h 
R 3 2 , R 4 0 , iu W 1 a *5 J: ITM 1 tffc R 1 0 b , R 2 0 a , R 2 1 a . R22 
a > R 2 3 a , R 3 0 a . R 3 1 a > R3 2 itfR 4 0 a fiftf^O iOk I^IS:*^* 

* #S&W Oft-frW (IB) tt . ±lfi K i 19 # ti* RJSi&frW # ^> & J: «? # 

. I*Kt5ISi> ft^ (2 4) fcft-frto (2 5) £Rj££^fc^7K«^noi 



[0 0 9 5] 

(U*fc) 

[0 0 9 6] 
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^-v: 50/ 



Ut2 8] 



31a 



40a 




30a 



R 



(26) 



O + 



U-1 



R 



23a 



3 22a 



M 



V / 



-R 



21a 



R 10b' R . 
(27) 



,20a 





(1B) 

Ui£i±, TOMSQ^ (2 6) (2 7) (i-£fc*>, 'Jff^ii^ 

tt^y b*EJfol,Wtiafc*& (U-l-lIi) ^ wv, fthtL&tttia 
#^b^t?<^>vM£^7KM»£M^L (U-1-2IS) , Sfcfc, «K»*^tMI' J: 
i9^-t^ d fcn <£ *K *3fclK<ZMfc£*l& (IB) (±|fi^: (1) &Ci3tf£X ltf^-CH 

_hfB**-Afc*5V»-t\ RIO, R20, R21, R22, R23, R30. R31, 
R3 2. R4 O&XVn&hmzR 1 0 b, R2 0a, R21a, R22a, R2 3a. 
R30a, R31a, R32 a&XZfR 4 0a l±m&0 i> (D bmWM-?& 2> 0 M2 

(U-1 - US) _ 

f;vi-f^© J; -9 *^--r^Si«r^f&i t^ri, M^ii, r>7t Kn7 7 7f 
<fc -2) o , 

(U-1 -2 IS) 

miiE# 2004-3101242 
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: 51/ 



&<DT~fttfiU£#£|&;e{AftV^\ JL#SWi, h'JT^WJJUiK'J Kt'i^TlTG 

%££j&Lftv>&^&*Lf£#m^t±ftv^, JL#iftK:fi, h U 7;v^u»^ ± -9 ft 

^^m^t^ (IB) ii, _tfB&c J: f) # ^. ill. Sferl'&f ^ ^ t^t ^ ^'S I: i 
£tz, nbtitzft&m (IB) <DR10«MfU^TUv^y^nA3f^-;v 

sw^Kti, Aft* ^urab^Uf^unt-t-sifc^i ^ Rio«wt^s^t 

LTv^T^ J:v^>^n^drv;vST^S^:^HJ!0'fk'^% (IB) W;i#tfl4o 
[0 0 9 7] 

ft, iilf, T.W.Greene, (Protective Groups in Organic Synthesis) , John Wiley & 
Sons:J.F.W.McOmis, (Protective Groups in OrganicChemistry) , Plenum Press^gfiffc 

;vv0 ;v, t -/fjvy^f^v^ ^, £ fcli t -yW7x-^i"J ;vo i d ftSSI 

-f & i h K x 19 P^*$tLSo 

±mKB K&m £ *l& >pm»«tt±. kjb * ia# l ft v> «> *u;f# k p&^i ft 

>\ y-p^yxrA y xf y > 7' V 3 - ;Vy^ f jVX-r ;V© i ^ ^x- T JVl^ff 

•3 , Rj&i$mw\ 1 0 9$mibm 1 8 mm-e%> & 0 
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^-v : 52/ 



^v^n;v-JK n-:/*y-;K ^v^;-iK t--7*y-;v> -YvT5;vr;i/ 
yxf vv^'jn-jv, ^V-feV^ t^^/-iK ->^n^^-9-y -;K > f- 

;vo i ? & j. - x ; tJc ; x tt* fc ±ifi*»££ £ ©S^SSt? * 0 > Sf » 7 ;v 

«5#fc|R5£l±fcv»j&*, BORlS&BHIfW'Sfc*^ RJfefflLfl£«\ 0 °C7!;S 1 5 0 °C 

-cab *) ^ RSi^Mti. HSIWttMl 0iMt*4o 

jgte&v*^ f!lx.ii\ ^^^f^, *^~f9v^ i)iru4y, TBtb^—T^^ i. •? teBtifiMR 

ikTkmm ; f ^ > > ^ > > , ^yi^>©^4 * t7jt« \*m* s f-fr, wm 

;K y^V7 , nllJVx-fJK f l>5i;Kn75 , A v^ d r-9-> / . vp< F ^ v.x.^ >\ 5> 
xf vy^'j3-)Vy^f ;i/x-r^©i^ ^^-r^i ; ^ ; — ;v, n 

-7°ny^y-;K -fy^n/v-^ n-7^y"-;K ^vt"^;-^ t—~79J-li' 

^ ^fjH:nv;^J;^jr7;^-;v| ; ftiw «t 9 ; tK ; Xii 

±ia-Mt7X^MSt*^ ffiicn, Tfrx-frm. ^mmmxa 

Dy'7A, ✓ < 5y7A 'J7i * s ffl V^|U 0 

BMt J: a ifc* * v> -ORE S fr* ^mta- i± . k m# l & v» «> o -e * *i « # 

-fbfc*!^; 7-fe F - F V «t r> &- F V^ffi. vx\~^;v^-x;k yMV7"nt°;vx- 
f hnKn77A v^F*->J-*>\ yxf-vy^'ja-^ 

f;vx-f;v<7)j; ? &x.-x;V|S ; T t h y CO X v h ; *^7? F% f"^ 
*^/A7 5 K, y^f;V7*f75 K ^^ft ^ f 'J >t > U 7 5 F© J: ? >i 7 5 FI 

; JLitV* •f-;i'X;v^ ;3 f L v' F\ i ^ 4Xiv*^f •> Fi^ 15 , jtBSKW\ ^ 

^A-fcU yAt^f F F (CAN) Xi±2, 3-y7no~5, 
y^/ZrJy (DDQ) -e*>*o 

tBfE# 2004-3101242 
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•n-Z? : 53/ 



MiM.mm, mm<ox ? %mmwt ; mst, mm, «m> * * >m, p - > ;v 

juy *>7r-^M>E f'J7^nftf, 1 U 7 ;v^- a * 9 y?,)V* 

9 a, Rtt>ij7A, smuv 7A«^ &T^*y^JRRBft*is ; ^.SHb 1 ;^?^ 

acBMfc?- h 'J 7^, 7»fb?J 'J7A?)J:H7^*'J &JR#aMfc;«r3R ; 'Jf7A^ h ^ v 
^I7;V3^v KIR ; Xttr >*-T7k l7>^7-^/-^^*7^7 

ttTkStli ; ^>-tf>, h;v^>. v^<7) J: ? fc3Mfcfi!t£tftefc5ieSi ; * now, v 
j^nn>^>, 1, E:!frftJt3R<0 i n ^^n^yft^fi ; ft 

v?^-^;voi-t-;V, yMv7nf;i/x-fiK f f 7 H Fn7 7 7, tf- 3r if > n b 
jfyi^y^ -7if v>^'J 3-;Vv> f ;vx-r;K7)J: 3 ft^ — T^M ', * 9 9 -JK 
n -7°n;V-;v, ^;7n/V-;K *.-"f9 J — fr^ ^V7^y-JK 
t _-/^y_ ;v , ^vr;;V7;Vn-;K i>xfl/V7'J3-^ ^U-feV^^ * 9 9 J 
— /K -;K ptf;v-feny;v7©iH7;V3-;vi; *^^75 F, v 

7f-;V*;VA7 5 K\ y^fJV7-fe f75 b\ ^3^7 >»F'J7? K»^H7 

7jc (*<>^aftt-|±, rf7tFn77>> ^ ^ -;VXii7K) 

RJSajSli, JK*Mfr£«KK «/l$tL&m> ®^ -2 0 °C7aM 

ffi&Um 0 °C7a^ 1 0 0 °C) T?*S 0 

RtSl*IBIl±. WMt^m, &M2tL&WL. RJtSftBE^t «t M 

1 5^-F^7aM4 8B#f^ (M^±, 3 0 ^HttS 2 0 B#W) T*So 

7'J;Vi^ry*;V^x;viOi^ll, /^v^A, ^h'j7x-;V*^7 

< Hi&i- ^ i ^ ^t? # ^ o 
757 36<Z)^M3fe*««Jfe $ ttT ^ i t ;v $ & J: v> T - * 

•e^ta-t** c t iz x n ftt>ti& o 

, >V;V% t -^^v^^f-^i/ 1 ; ifclit-7f^77xx)VyiJ^iHfft? 
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^— -J : 54/ 



iSiajKt±, otMioot (SftSfcte, io°c^^5o°c) RMFum, ib# 

(03ft Mil. mt\ #atc-c»tt«7c) m^&iimxmmMzm^xmzk-t&jfm 

tf*0aS*C**o 

IRjfelifcv^ 0Ox.tf, ^3r^>\ ^•7°^>% U^n>f > % 5ix- r ;v© J: ^ fcJBI&ifc 
£f bfc*« ; h ;v ^ > > ^ , ^■yi/voi^i ; SS^ ^ ^ , ffc 

Kn7 7>, v^^^ v^h^rv^^>, ^xf 1/ > / >J 3 - ;k7^ f ;vx - f;^ 
X 7 tt^-T^M ; * 9 J -;K ^*y-;v. n-7*n;v-;v, /fyy*n;v-^ n 
-y*y-;K -f V77 y -;k t -7^ y -r vt 5 ;v7;va-;K y*.<f-w7 
— ^U-fey>, 1r9 9 S — fr^ ~s9 n^^-^y — ;K >fjHrnv;V7"c5j;H 

2 - tfn y K>\ ^;vy >M h y 75 K©iH75 KIR ; If^O «£ 

tcii, y 9 J -JisXte^? 9 -fr) -C&£o 

9*- — ®Hbfi^> n v<7- A-m^bT;v5 a, FU7 

_xxl;v*x-7^ ^-^kn5;^AX»±^9^9A-flfclft^y 03ft I' ^ 

JEfcWu #^R5£f4*v>*», 3i#, 1 1 0 jsCffi-e?r&*>*L&o 
RjS^ffiWRJ&BfWte, JE«t, ftkft, ^ffite»«#fcJ: «Jftft&* t , 3I1fr> R 
OWMlOOt (0SftfcWU 2 0°C7^70°C) "Cafe «5 . KJfof$M^ 5^ 
H^M4 8« l WI (03ft tf±, t?*S 0 

J: S P^* K & v> rttffl S *L4 ^fett?#S f± ^ *RJS I* H# L * v^fe <^> -C * # 
KRjeii&v^, 03ft tcti, #7jc«v«-e^> "9 > f0£«\ T-fe h voi d h ; 

h y ;vco «t d h U ; yxf;vx-f f h?tKn75>, yt+t>©J:^ 
^^ll^fjKtWTU', y^f^7-fcF75 K, A^f^f ;u'J ^th 'J 
75 K©iH75 Ki ; Itty^f ^^JV^t^fy K©i ^ 47>jV/t^y Klt^lio 

A-feyjAffhWh (CAN) JLit 2 , 3-^nn-5, 6-^y7/"-p-^> 
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^-v 1 55/ 



v**yy (ddq) -hm^hfcz> 0 

d/v-;k n-r^y-TK <ivf9J-to, t-79J-fr, >f V7 5 ^vtj^-jv 

y;v^i^!&7;V3-^i c f I ^^t, - 7 8 T^M 0 0 C"C\ fi^U^"?^ h 
'J^A(OJ:H7;^ , J ill^^ffi ^SiU:iot^ § £ 0 

HK, W&M'K 8Mb 7 ^ 5 - >> a -#Hkr- h'^AXi±> 'J * ;W * ^ 

HIS ; r-b h - h u ;vco i^-h'J ;>3R ; 3U±±f5v#i»^?£^i^&&o 
'Vj£^RW£U»P^ K#Kb^W, *fiH£**t*$fc J: *} fit. RJSiftJK 

t±. ox:7bm5 oic-c*»k rjssi$ibh±, 5^17 2i^iwe**o 
r ;v * u tiRtts ; mm&m vrv*, m&mi- f^a, m^tK* 

11^17^3^^^) -Cab So 

; ^ ^ y -;v. x-^y-;K n -7*n;V-JK ^fv/o/V-^ n-f9 

4V"f9 J - fr^ t _-/,$,y_; K -f V75W3-^ yxfVy^Ja- 

7Xm*<7)^K*^\ $ fr-c J: v* r ^ a * -> * $ ttr ^ i vj r ;v ^ ;v 

j;^xfW^^^t:t^ fit, Mlt^ifcCi 

^#ti, M^ti, m^x* ; mm, mm. m%<DXv %mmm ; ximm> h*)7 

M x. (i\ ^ * -9- > . ^ "7° ^ > , y ^ n > . Eix-r;voi^ ^IWK«^7fc*« ; 

ffif£# 2004-3101242 
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^-v! 56/ 



Xb^bTK** ; JftH^f-JK M^^K ftm7 0 ntf;i/, it/fjv^Mlyxf^?) 
7;vn-jvi CttfcSmKii. r>7tKn7 5>XI^^^-^) 

JBOSiOKtt. -i 0t»i2 o or (»atci±, o°c^mi 5 o°c) Kfc 
rar~>;v&> £v^«T->;v*Xt±«^£ttTk J: r ;v =1 ^ ~> # ;v *~ 

A (I) • A^f7;vtn*7 7x - fflLtlit^tWf t% gij&£#^& 

17^^-7-^^y-^W), ifrjSKti, 7»m^ h V * At^Jo 

±»5GtSt«ffl$^**iftt±. ^iJx.i4\ *>>->K i^-JKn-7n/V- 

;vco «£ ^ ^7JVn-;l/g ;rh7HKn77^ %-^-t-;v^ ; 3U4± 

ffi|E#2 004-3101242 
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^-v : 57/ 



>v?-*-)\<<d&*)-%^-*- )H%^m l t tz mm®:* i-ggm £ ftX v> £ 

m^^ii, lt^fflv^T*;v^-;v^t#^mi-^> zt&x£& 0 

7a/tnSf, 1 U 7;i^^-n^ * >7;^>|«J:a 4t«ll0 7*vv^f y KBfe ; & 

$tL5&\/>3&* % ^"f9~s^ 'Jy*~n-f>\ «£ -5 &fl!JKd&£t 

7 nn^>, l, 2 -^nni? >\ iM^RSto i 3 fc^nyWfcj&ffcfcafSI ; ft 
BM^JK |^fxf;v, ^i^DH°;K fta^f^K y'xf ;vwJ: 7 ^iXr^I ; 

3rl/^9y, V^f-vy 9") a-^f^x-Wi 3 &x.-t- JVffi ; jry—fr* 
^y-^ n _y° n ^V-;K ^V7°n;V-;V, n-^^-A', ^7 77/-JK 
t _y^y_ ; v N ^ y x 5 ;vt;V3-;v\ yif i/yyij ^ U -fe V > , 1r9 9S 

— ;k n^^-^y" — ;K ^ f-;v-trn y ;V7*(7) i 3 * T ^ = - *;va T 5 K, *J 
^W;i/A7 5 h\ vVf;V7^r hT5 F> 7ff'J75 KOiH7 

5 KIR ; *. ; Xtt±IB#«o«#»«t-c* ») , tlKii, ;n-x;v«u r;vn -;HgXfi 

SJ&mMit. RWt^», ^ffl^tL^m, »1^CJ:»)II44^ St, -2 0°C7!;S 

rjbbsibjw:, isvMb&m, mm^fi^m, yfmm^m, a 

t> 5^IW»S4 8B#r^ (SfM^tt, 1 0 39^77^2 4ftM) t?&&o 

4v>*«. mz.\z, mm, ^t-^mm, mm, Mi&mm, mm<DXv^mmm;mm, mm 

tng^f, h 'J 7JVtn^ 7^;v*7i<7)n 4t«f ©7>7^f 7 K»;^bM 
EgaMfc^X, > f'j7-n 1; K\ 4?n > h U -7;^^ U h\ #a > h V 5 FO J: 

Kit, iBLBDLttp - h;v^y^;v^>^) t?**o 

$tt^v^ s \ «x.tl ^^r-f^, ^-7°^>, i;^*n-f>, ^i-r)K^i ^ *1b0I^m 

<b7fc*^;^>^>> h)i<3-y, *vvy(D£ 0 ^^»^b7K*« ; * n °** A > ^ 

^nn^^v, i, Ea^fcife*<0 J: d *^n^*>>fb^fc**» ; ft 

miE#2 004-3101242 
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^-v : 58/ 



x.9J-fr^ n--7°n/NV ^V^o/V-JV, n-T^-JK ^V^;-^K 
t _y^y_;V > ^;75;V7iVn-iK yif ^y^'j ^U-feU>, * 9 9 >> 

-;v i/^ ^ f n y ;v y « i ^4 7 ;v 3 - ^ i ; ^ ^ ^ 7 U% v 

^ k« ; tK ; xii±Eil©^«^ >9 , smfci±, *--TA>m, r ;i/ =* - ;hhou* 

JRjfezftflftt, S*MI^r%, ^ffl^tL&m. if> -2 0°C7dM 

(»at^±. o°ct^i o o-c) ns. 

Rt5i^ra»±> H*K^i, ttJBS*L*Bk TO'&«> KlSi&fl^fc* 55 
ix-f sit ^"e ls„ __ 

tifzmtmm^i*Bm<k&mtfcj&L%^n*Mz-, b^^ £^3#-u m 

afefcJ: ^ B6Mfr£«^U ^^LfeBW^W**^*^*^^^***^** 

u s * t t ra»^«fca-r s i 1 j: «? 

oT fro, @fi»^«^?#iiLtv^i^ OiftBf fcliftMR 

i t &~ J: <9 . gteMOTt?>-^^^o 

ifB^ft^f^U^BfiS^W^WlK*^***^*- M> Wfcriflfe. &m9w?Y 

97? J Sit § * o 

i- & fr £ tttt a i t i f5 N ^ § 6<Hbi=r% * H H a ffl $ * * - t 

mi£# 2004-31 0 1242 
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^-v: 59/ 



fc]±$**£. fc**T?#*o — tffcfi&Ktt, ^V^il->'J*^>6 0 (3 4 0 - 4 0 0me 
sh) lf:lif±^'J vTftf ft^ttlBW- 3 0 0 (3 0 0mesh) <D £ *> 

7M >7v'J (200-300mesh) & iffcfflv** C titiio B & 

fc'te. ^Affi&BrtiNAM- 2 0 0HJ/:ttNAM- 3 0 0 H*fflV>* £ fc"CS - 
tL5,fl5yV*^ifflv^ BfiMb^%^R)SL^v^-^ fetitt»o»fflT?BW^» 
^Y#tB ^-^r. iimt&iiKi^ tt£#faJiL;fcBfiMfc'^*#*£ t^-cs* 

[0 0 9 9] 

T ffl Utto K * * * S 1" a "fe <o "C * tt WW ^ IRse $ * v » i i: tt w d t ft ^ 

0 ^fPJi&~#Mf:^7 (i) ^ s- 7 i ; H$fc Lt#6*i4#^, una^Mfe^* (D 

1 t -c t j: v^m 4 a * ft h (Dimm o^m o -c gem-r ^-e § & 0 

*3PJ3£#Mb^ (1) 7&Mk^ (1) WtJfcttft^ (1) <D*m®t LT&h 
ti&Wi'k, Kmoit'kW (l) »7 y -#ct feet otflts ; t#-e^o 

5^M*t-*-^<*^*tt^ 0$s^f». jz#*t±#> ^) j±> auros-* 

M X. (if-PI-$n Era, V-Sttfc, @l«^«ft. i^H7^77^- ( 

_tfEAft, Bft, Cft. Dft, Eft, Fft, Gft. Hft, Kft, Mft, Nft, Pft, Qft 



[0 10 0] 

'ffc^tf ( 2 A) <7?®«ft ( 1 - 1 ft) 
[0 10 1] 
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[ft 2 9] 




(2A) 



N (2 8) tpf^ft^ (9) fc*RJSL (7n-y3>f/;liT5r-y3 

» % ov^\ «K3feP r o 1 *K6*-t*ifciwJ:«3, ft^% (2 A) (ft£* ( 1 ) 

±ffi^*-A^^v»T, niiimiaftfe^RlOa, R 2 0 a. R 2 1 a\ R 2 2 
a, R 2 3 a, R 3 0 a, R 3 1 ai5 i^R 3 2 a ti|t^<7) % <D t R*H-C**o £?z, 

N ^>v;K 4 h^~>^>^;K £ 7t(i4--hn^>y;K^)j;^^Sm$tL-C^ J: 
v>7 7;v^;Hi, -W + y*^^ 4-^Hy^yy>t^fy*^*-^ 

^? h^i/^;v^-;v. t-/Ry*JV*-K >fV^h4f 

V*^^0±Hftft7^3*'>*^#^*> 2, 2, 

mtiE#2 004-3101242 
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^-v I 61/ 



- ;K 2--fn^>W^y*W-^ 4-->n^yy;vi + y*;^";WJ: 
^y^>y*-, 3, 4 - h # y^W*, 2--fn^>yjV > 4 h v?;v 



[0 10 2] 

( 2 A) <omt^ ( 1 - 2ft) 
[0103] 



ffiiE^F 2004-3101242 
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^-v: 62/ 



[ft 3 0] 




(2A) 

Sl©«TtfcliMT, *ini*&<0##T£fcl±*^T, (2 9) fctffifctf) 

it&m (12) fc*atBMfc^W (2 A) ov*T% {£«^P r o 1 

ifcl'J:t9, ftl=r% (2 A) (ft^% (1) fcistfSX l^Sfjm^&Mb^^Mf* 

_tfB^^-A^i3^T. n^iWl^et/CRlOa, R 2 0 a, R 2 1 a. R22a 

R 2 3 a, R 3 0 a. R3 1 aJ3j;^R3 2 a l±W&^& ©tH**-?**.. 
HP r o 1 ii7jcStH?-3; fctifuJ&OP r o l^h^'MM^T^-f 0 



[0 10 4] 

<t^% ( 2 c ) om^t^fe ( 1 - 3 ft) 

[0 10 5] 
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lit 3 1] 



■>23a 



,22a 



R 



31a 



o32a 

Pro 1 N y1 



1 A \\ // 



-R 



,21a 



,30a 



■>20a 



R 10b M ib 

(14) 



1-3 




(2C) 



0) tm&Oit&W (1 4) t^Elt-U ov^\ M*Prol?:i*tS^tiat) 
, (2C) *«5t-t-S^fet?**o 

±|B^^-A^^v>-C. XI, n, Wla, Ml b^iCP r o lftfeCKRl Ob, R 
20a, R 2 1 a , R 2 2 a , R 2 3 a , R 3 0 a , R3 1 aJ3j;rFR3 2 a Mifctf) & 



[0 10 6] 

it&%d (2C) Oll^S (1-480 
[0107] 
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^-v: 64/ 



[ft 3 2] 




(2C) 



1) fcKTJfeWffc^* (1 6) fcfcRiSU ov^-C, ^K»P r o 1 it K J: !J 

, Ib^rt/ (2C) 4:«ati-*^-Cab*o 

±|B^^r-A^i5V^T. XI, n, Wla, Ml^ ilTPr o l^^lTKRl Ob, R2 
0a, R 2 1 a . R 2 2 a , R 2 3 a , R 3 0 a , R3 1 a^itfR32a ttfl&JfeO <D 

[0 10 8] 

tt^ti ( 2 a) ©iMfe ( i - 5 m) 

[0 10 9] 
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^->>: 65/ 



Ut 3 3 ] 




££{i*3qfeT\ tt^® (19) tfc&m (3 3) t*a£LM (2 A) £#&tX 

tlLfc^C ± tllP r o 1 a i h i: i ^ (2 A) Ub&W ( 

i) ^js^&x 1 7^ft*MT^*Mb^oji^) ^^i-^^-e^^o 

±fS^-A&~i3^T, n, WU El, E 2 is X XfE 3 ts: b XfK R 1 0 a, R2 0 a. 
R 2 1 a , R 2 2 a , R 2 3 a . R 3 0 a , R 3 1 a J3 il/R 3 2 a (ifrifcO i> (O t MM 

HP r o 1 a «7}c|jtJIC^-t £ iiTffiP r o 1 a^^-t^^^o 

ffc, Prolali^V^K 4 h * >^K 3, 4 - v ^ h 3- > v;K 2 
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66/ 



[0 110] 

Vt&m ( 2 A) (1-6S) 
[0111] 
[ft3 4] 



Pro 1 




(2A) 

«P r o 1 fc&ifc-f & acif), ( 2 A) ( 1 ) K&VZXl 

±1B**-Afc*v>-C, n,Wl, P r o K E4, E 5^ ilTE 6 ft^CR 1 0 a, 
R 2 0 a , R21a, R 2 2 a . R 2 3 a . R 3 0 a , R31ai3j:D ? R32a tiUfri&O 

&*3, tu^A^^mcrffd-t^i^o 
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^-v: 67/ 



[0 1121 

it^m ( 2 b) ornate ( i - 7 m 

[0113] 
[ft 3 5] 



,31a 



,32a 



Pro 1 N 




30a 



R 
(35) 



->23a 



22a 



M 1b + W 




21a 



1-7 



(9) 



,23a 




-,22a 



\ / 



-R 



,21a 



-,20a 



(2B) 

ttm*. *?V*r& (0) »©«T> (3 5) Mfr^ifc (9 

) fcfcJ&ESU ov^, **«MKJ&*U 3G>^ «tt»P r o 1 

(9, >ffc^ (2B) (1) KfcttSX l^-CHit^SMO®ft) 

_Llfi^^-A^i3V>-C. n,Wla,MliitfProl45.»i:R10a, R2 0 a, 
R2 1 a, R2 2 a, R2 3 a, R3 0 a, R3 1a*iO r R3 2 a ttimol) © R* 
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[0 114] 

it&m (2B) (omm^m a-sm 



[0 115] 
Ut3 6] 




(2B) 

ttm*. ^Sttii^^ (0) ftli&o^T, (3 6) hlfjizE^k^- 

% (2 5) fc*Rjfeu ov^\ >dc*«mRJS*u mm^P r o i 

ifc^J:!!), -fb^t/ (2B) (ft^ (1) ^^Xl^-CH-i^Jft^ 

_LIE^^-A^^v-T, n, Wl a. Ml t'ilFP r o Ki^CR 1 0 a, R 1 0 b. 
R2 0 a, R2 1 a, R2 2 a. R2 3 a. R3 0 a, R3 1a*iO f R3 2 a iiftr^CD 

ttm*. mm<DK&, *\<*-ca&* KM&Lfc*mmmBKmvxK7 - tn* 
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^-v: 69/ 



[0 116] 

tt&m (2B) o»at*ffi ci-9^) 

[0 117] 
Mb 3 7] 



■>31a 



32a 



R 



Pro 1 N 




:0 + 



1-9 



R 



23a 



M 



-,10b' 



->22a 



-R 



21a 



^20a 



(27) 



23a 



■>32a 




->22a 



\ / 



-,21a 



-,20a 



ttm±. Tfm&mM*. yfm^w^^r, it&m (37) tit&m (27) (1-& 

fct,, U^^ARISf fe»±^U-^-^tt*) t£££SL (1-9- US) . ov^t, 
tL*>fk^^^> v;W£07jcM^£S7GL (1-9-2 Ig) „ $ h Um^P r 

oii*tKtat)> it&m (2B) (1) i«-cH-a&-c 

_hfBX*-AJC*v>T, M2i5J;O f Prol*f)O f (:R10a, RlOb, R20a 
, R2 1a> R2 2a. R23a, R30a, R 3 1 a i3 J: V R 3 2 a * <D t H 

[0 118] 

(19) <75$yt3r& ( 2 

[0 119] 
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,23a 




,22a 



R 



,23a 



,22a 



HO- 



\ / 



-R 



21a 



2-3 



-E 7 
\ 



N- 



/ 



W 1 



V / 



-R 



21a 



,20a 



.10a' 



,20a 



(39) 



(19) 

«&(±, TOttM*, ft^4*J (l 2) cn-7;^M^J*^L-c^ (3 8) 

(2-118) , ov^\ it&ty (3 8) i:N-7^Mt^Jifcl±N-*^#-^ 
-f^iJ^KJSLTjk^ (3 9) (2-2IS) , 3<bK. ^n%^«T^^«« 

*ET, tt<£% (3 9) tWJ^ESLTM (19) ZUfe-t (2-3 

XfB^V-AM^T, Wh El. E2*ifl f E3&?>t) t CR10a, R_2 0 a, R 2 

la, R22aJ3iO f R23 a *> <0 t REST* & o Sfc, E7WI^E 2 

(CO) El-iW©i:aUt?*4o 

2-lXfIi3J;^2-2X@{i, m^^A-S^tT^Td-^^i^o . 

A (PCC) -^PAflfyy-^A (PDC) <£> «t 0 Dess-MartinM 
£ (Dess D B Martin J. C. , J. Am. Chem. Soc. , (1991), 113, 7277) , ffiSfrSHtrfrtJ 
t LTN-^W^^ y-N-^-^fv K (NMO) O^&T^tt**^***^- 
^AS& (VII) f ^^^VTV^-^A (TPAP ; Ley S. V. et al., Synthesis, 
(1994) 639) > v^^;V^;V^^'> K-aMb*^^ 1 ^ (Swe r nWJ ; D. Swern 
et al.! Synthesis, (1981), 165) © J: } 4: ******* V K«Mbffl***»f * - * 
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71/ 



Um~l$, *?**Jll'Xfr**i'V-%tik**Wfi' (Swe r nfM) ffc* 
JilB^ft (3 8), (3 9) Sfciift^ (19) 14 > JifBfc: 4 «5 fr&KIfc 
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^->>: 72/ 



[0 12 0] 

it&m (2 1) is.fctHfr&W (3 4) (3-m 
[0121] 
Mb 3 9 ] 



E 8 OH 




(21) (34) 



zKfcut<&m (4i) =h# (3-ng) , ov^-e, (4i) *wntut&m ( 

4 2) Sr# (3-2IS) . Ifrg^ (4 2) t*a©ft^« (12) fc*RjSL 

Xft&m (2 1) Sfcliffc^ (3 4) fcSUjS-T&M; (3-3If) -c** 0 
Jiia^^-A^^V^T. Wl, E 4, E 5*3J:^E 6 fcfctn'R 1 0 a, R_2 0 a. R 2 
la, R2 2 a^iO f R2 3 a(if«©^fcmt^^o £ fc, E 8 Itjft&to&E 4 
(CO) E5l*fW(:lL/:i^Jo $ & fc^ PR4 0 al±»R4 0 a J:Rt 

, tu*ii<7> 2 & (2-3XS) i:*i:tffKi:^> 3-3X5gt±. i!fri£<7>C 
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: 73/ 



[0 12 2] 

tt&m (2 4 a) , it&m (3 6 a) > K&m (22). (35). it&m (2 4 

B) (3 6B) OWkmivfe (4 80 

[0 12 3] 




4-1 



4-4 




4-3 

p R 40a N ' - \\ Ha , — PR 40a ^ 



MA 



30a 




R 

(24B) (36B) 

«i*{±. /Fffi1»$0*> W1$Mw#B^T\ (4 3) t>'J7;vto^^> 

XJ^-iVi^iALt, (2 4 A) t^i-ffc^? (3 6 A) (4 -IX®) 

ov^\ ;^y^ (Offi) mm^&T, it^k% (2 4 A) (3 6 A) 

z*vm&mf&mt?ztexx&mmmtRfcLx^ m&mt&m (22) i^i±^% ( 
3 5 ) (4-21S) . zhK, mm<Djfteftztzmmmt> n&m (22) * ± 

mt&W (3 5) CAn^>{^I^K)£Lt, (2 4B) t/c{i^% (3 6B 

) *mM-f&Jife (4-3XS) t^So (4 3) KiggK ^n^WbSflfc 

SISU, ik&m (24A) ifciiJtffr&tt (3 6B) «:»i6-r**4fe"C** ( 4 - 4 X® 

Jiifi^^-A^iSV^T, niSi^R 3 0 a, R3 1a, R 3 2 a £ i Xf P R 4 0 a fifltifc 

Ml b(±, ^B (OE 10C ) 2 »t^(±^S n (E 1 0 b ) 3 * , E 1 c 5± C 

l-67JH;Hifcii2 K&oT, ^ f - ;V^g$& $ tLT X & X v> C 2 - 3 

t;v^v>^&tfL. e 1 0 b HC l - 6 7;v^;v^£^1~) t?4»s 0 
Tf (±h'J7;vtn^^ y^jV/t^;vit$)l)o 
(4-1 X®) 

mtiE# 2004-3101242 
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^-v : 74/ 



^ML&v^oT'&tu^Ki^te&v^ jLflqftKtt, v*-*Atr* (f>j^;v~> 
rtft^ MCi^ 'Jf^a (f'J^f;vy'Jjv) TU'ifcliVf'JA^v 

•xy-Mb^&Si&Kii, ffif&J»> »J> Kl^i ^fcSrt*, SiHf, - l 0 07^2 
Ott* <9> 0»fcl±> - 8 0»i-3 0m4. 

flft^&fc^&l-ai&^afci&KWU SMf4^ «k i^g^i If, -1 0 
0 0t:-C*»K 0»Ki±^ - 8 0M3 0tt|)4o 

17I;M5i!#We&*K JBCIi. 0. 1 7^ 3 I^Kt?**o 

mwifecssitii-aRoRjef^iBii. ffi»«*h vt^k rue, RjEsauKt- i m 

It. 0. 4B#We;j?>*K MKte, 0. 57bm 1 2 &o 

±U<0^(Om^ David Crich et.al., Synthesis, (2001), 2, 323& if fcifittS fr&Tjtfe 
Oi^i:, y^nnpt^y^tWfSMJ^, 2, 6 - v- t 4 
'JyVW^^tiMW, 5-Y>lt<kW (4 3) i;f-j7iVtn^^H>| 
$S7X%£Rj££«- ^i^ttft^fc (4 4) ?:ltt4-t^^Sc 
(4-2 X@) 

>ix^f;H*fft b-CWM (2 2) . fh^-tl (3 5) omi&ffi 

^^^L^V^C0-e^tLtf#^|5I^t±*V^^ ^flqftfrCte, [1 1 '-feT* 
^-;V*7s-7^y) fV7i-;V*^7^>] ^7^7A(II) ^o 7 ^K, <OiH_2 

ffi<7)^°9 y7Ai, f f7^r^h'J 7 ^ ;V * * "7 'f >^°7^7A <D £ 7 4fll©^7y 

fflCtt, [1, 1 (y7x^*77^) 7 a. 

n-fc >] y^on;^y7A (I I) t*£>& 0 

fiffl$WMJ:Lttt, ^?y7A7x7JfyF, >r)^;VT5^ U^gfe*U7A 
^ij7A, WW* U 7 A^^^lf & £ iffJtiwtiftBfe* U 

19, jflCtt, 2 Ji;M3B#ffl-C&£o 

(xXiifrfcL-C^M (22), (35) oM^tfS) 

y^f;V7tf7? F\ A^t^ f >^ b 'J 7 5 F© J: 7 ^7 ? Kio *?x.-f-JU*.- 
r-;K yMV^ntf^x-f^, t- h 5t b*n7 5'A vsj-^v, ^^f^^^A 
^xfi/'/^'J 3-^y^f;i/x-r^J; 7 fc.x-7 % >HK*W & £ £: $H£fc 
ii, x-f;H (#CTf7tKn7 7» T^I,o _ 

^W*^tL3:V^©T?**Llf#HlR5fe»±'S:v^ ^#fl&^tt> rW^7 (hV?*- 

ffifiE#2 004-3101242 
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^-v I 75/ 



M^7r/) ^y'w (o) > hj* (^yyvr/T^hv) vsuwj* (o 

fffi^wxXtitLTii, ^*c*y** (iv) . ^^•9--/^;v_i--f (iv 
) > AJff7x-;v-ff (IV) fcStlfac: SfSgl'li^*^ ^;v_i-f ( 

I V) 

ilB^ttSrfflr^-tiXitfcLTti, KurtRitter <b ^Synthesis 1993; 735-762£|£ 
(4-3 IS) 

& o-CftttfttfJHflclRjfeiiftv^, JW£W£W\ ^onWA> ^ DD ^^ 1. 2 

^ N-^nnn;\7t^K> N-7*n€3;\^U\ N- 3 * K^^SK 5 K 
& £ t ^%> 0 

Eu&MBtit. mmwM, mm, #mk3l*)&%2>&, m\ -787^2 5°c-e&v, 0 
bosbsmhu m^m^ mm, nm, bu&mmkx »>i*fca* s , at, 1^124^ 

(4-4 IS) 

fc^fcltfttf^KI&^iL&v^ &#ftfcl±, ^nn*w, ^dd^>, 1, 
n u y: 9 WBft&*~Z*> & ° 

h\ Jtfl^:*-;W =JHfc«5A^ 2, 2, 2-HJ7'n^-l, 3, 2 V*J**c*)- 
3**, Ha-Mt*)^ O i ^ 4^n^Wb*lt|fclf 4i fc#l?l, SPSS I" 
t±=*£<fc;^ XIMt^A,. 2, 2, 2-H)7'n?-l, 3, 2-^>yvtW^ 

Ki&um it , mmmm, mm . urn k x *) m & %> « o j^m 7 0 °c -c & * 0 
Kfcmrm, tti*nt*K mm, #m> KmmmK£*)m%z>&, at 4B#r*g-c& 

-2) o 
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[0 12 4] 

it&m (25). it&m (27) fc.ttwfc^w o a) <omtt& (5m) 



[0 12 5] 
Ut4 1] 




(25) (27) 

TO1»£iJtK /^y'^A (o) fcfci£<£3PfeT\ (4 5) tm&^k^ 

m (14) fcSrRtSL-C^^ (9 A) (5-lH) , ov^ ffrfrW (9 A) 

yf^A -ffcSH * it li ^ U - * - ;vf£l§Hk£iJ * RJS Ut&® (27) & # (5-2 ig) , 

s&k, (27) tc^^^ji^mt tzi±*xikm%mzKJBLx^ it&m (2 5 

) (5-3331) t?**o 

±fB^^-A^43V^T, Ml . Ml b45 4tfM2 & ibtn~R 1 0 b. R 2 0 a. R21a 
„ R 2 2 a*5«t l^R 2 3 a ttHTJfeO t O ra*ft"C*a o 

Hall tt^K^S fctt**]*^* f), Hal2(iHall ^*«^?^ £ # f4 3 >7 
SUSC^-Cfc «5 . Ha 1 1 tfWfclg^© i: §14**®^* fdi^igft^So 

(5-2 IS) 

(^V^^-;v«ig) 

#111 54, TO'&^iJcK (9 A) ^«*7^*'>^A*ieS5RJiS$**** (E 

„ £fc{4, ffrfr* (9 A) Ml© / V - - « t OFItv y ^ o 

( 1 ) HHUcfe 

&Si: 14, i-^/HB (#(;yxf jvx-f ;vf/:ar ^tF 
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^-vl 77/ 



ta^jCliL, (9 A) &*SMrfcRJS#fcin;i&o RJiBftTft, ±m*¥Ktt&m 

(2 7) ^£$iU fltKt5{, ®*\ ^Igi:«MtS„ 

o 

(2) Fltft 

(9 A) C>fy^o^^V'?A'/n^ K4ir*RJBU-r, ffc^-Jftf (2 7) (f 
^a^*~>*-Mfr£%0 ^M^tl-^-t^i&o %btiZtt&m (27) 14 

(9 A) ^©TJ^^^^^liltOF^Vf^A- ^U->*V3dfcfOS*3^ 
f^i-f^^i^ fc-x-x/l^ >»h'J75 K^iHV >t75 K 

ftbtiZtt&to (2 7) 14, St, #ff^ifc^<, ^Igi:«Mt^o 
(5-3 Ig) 

^li5-2X5g^*«LfcU^^A^SItfel±^y-^-^tt^k*l (2 7) UT 
t ^#n>ll^xA'f^fc^b#n^Bftttai'fb#» (2 5) *»StJIST?*4 

§ tL £ tuit ffiiMfc^ «r * 4 m&mm L , *o #X*I <Z> RJ& £ Pi«-r & 

HifE# 2004-3101242 
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^-v : 78/ 



KtiafcfrM'? i , # n >Bftl**^« (25) t & - 1 ifi-c £ * o 

{4 5 - 2 ZDgTRjt U'JffA ftBJ 4 14 ^ U ~ -Y - ;H^<fcSlJ (27) & , m 
Tt'^^n-fhh V TA'^Jl'XXttmt.Rfcl'XXtiMft&to (2 5) £tyH-&I*l-e 

& & o 

^CD-e^tt^i4#^|5S^i4=&V^ s \ J|frfi^~ {4, yxfjVx-fJK y^V^nt>i- 

14, i-x;v« (#i:yxf;vx-fJH/:lif h 7 t F 

RisaKtt. aj«sft, «k at> -8 o^i5om^ ft 

r&b*isi«\ m^r)K^> mm, m.m, %j&umiz m-b, i»h oh#f h i-?? 
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[0 12 6] 

it&m Ob) <Dwm%m (em) 



[0 12 7] 
[ft 4 2] 





#:#8ci±, TOtt^J 1 ^ ^r/'w (o) »^#ST> (4 6) fcflrifc^t;^ 

H (14) ^RJSLtft^ (4 7) ( 6 - 1 X®) . ov»f, (4 7) K 

ffo7n,*A,im*fcteMT?fr*MkM*BLfc^fc&yo (4 8) ( 6 - 2 IS) , 

^hKik^m (4 8) ©7x7 - jvttiis: > ') 7;vt ^ >^;v*^;HI:iAL 
"Cfo&W (9B) *«aft**fe (6-3IS) "C*So 

JhfB**-A£:&V>-C, Tf, MlbiiVHalftfetFCRlOa, RlOb, R20 
a. R 2 1 a, R2 2 a^i^R 2 3 a ^atOfcOfcR**^**.. R 1 0 0 tt 

(6-2 If) 

&OT*fctt*u*#fclR5£tt&v^ JM*ftfctf\ j**7-;k ^fv^v 
HUflsftd*, HlfkiHI, =3<Mfct;H*, Hit7;v5 ->? ^ * $ * 
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s<-z? : 80/ 



mm, ^i^mm, mm, mt7mmmm<D iHri/w? rasu svitv** 

RjskjRii. m^wM, mm, m,mi- mm, -8 07^2 5 om* 0 
r£#fh±> ms&s«s mm, Kfcumz£*)m%z>&, mm, 0. imi 0 0 

tfc, R 1 0 0 75*g$l£tLTV>T £ iv^T9;Vdf ;i/^<75^^-<75, K7 7 ;V^r ;V*I®ii A 

JifB^ffi***^"*"*:*:*^ LTii, M. Vivekananda Bhatt, Surendra U. Kulkarni 
fb^rCleavage of EthersJ Synthesis. (1983), 249i3 J: OT.W. Gree 
ne, (Protective Groups in Organic Synthesis) , John Wiley & Sons: J. F.W.McOmis, ( 
Protective Groups in Organic Chemistry) , Plenum Press £. t § & 0 
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[0 12 8] 

vc&m (2 5 a) <z>mk-%& (7m) 

[0 12 9] 
Mb 4 3] 




(9C) (25A) 

afcfrifctt, ^T&tev^Jf > ^r/^ (0) W^^ftT, l"b^% (9C) K*vm& 

m&mtizitxx&mnm*Rj&L"c. (2 5a) ^srci&So 

_h|BX^-A^i3V^-C> Mlbt'i^Ha 1 4 5>t/^R 10a. R 2 0 a. R 2 1 a, R 
2 2 a is £lfR 2 3a t±1u^^ & o fc |Wjt^-e& & o 

tt&ii, 4 ffi<75 (4-2 is) Km trfrizt ^-e § * o 



[0 13 0] 
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^-v: 82/ 



tt&m (i 3 a) <Dm&%Vk (8 ft) 

[0131] 



[ft 4 4] 




. ft^-% (4 9) ttu^^ft^% (8) fcfcRJfc (7U->s>ifcliT5f-'>a> 
) L"C> ft^-% (5 0) £#T (8-118) , ow-e, ft^% (5 0) CR7A/*Mb 
3J £ *: & T 9 ;V * /Wttffl *RStt ft-^fe (5 1) *# (8-2X8) . Z^K, ft£ 
% (5 1) O 7 x / - ^tt^ctSi: h 1 J7fl/*D^3'^^^7* -A'iS:* A L tlt^W 
(13A) ^m^t-t^^ft (8-3X8) T?**o 

tBSE# 2004-3101242 



mm 2003-434312 



^-v : 83/ 



±E**— AK*5V>-£\ Tf, nfii^RlOa, R2 0a, R21a, R2 2a, R2 
3a, R 3 0 a . R31a, R 3 2 a , R40 aii^Rl 00 titu^O & <£> £ WIMM^ 
ttz, MW1 al±> fu^Ml aifcliWl a i: |W|jfe$&-e£>&o 

- 2 Iglif 1© 6 - 2 Ctff ^ i fctf^i. 8 - 3 ISlitftifc^AScS fcliB 



[0 13 2] 



tBIE#2 004-3101242 



#fl 2003-434312 



^-v? : 84/ 



tt.&W (15) i3 J: ( 1 3 B ) (DUik^-m ( 9 ft) 

[0133] 
[<t4 5] 




##ftW\ ^*!?t»£iJ*> ^?^fA (0) ItliftS £(4#0l«<^feT\ S^oWt 

, it^m (7 7) fclififcO'ffrfr'Ife (8) k^^lSLTMft (13B) (9-lIg 
) % ov>t\ (1 3B) C^IMI^KlttTft^ (15) ^llt^M (9 

±|BX*-AK33V»T, nfiifl f Mia:&t) f KR2 0a, R21a, R2 2a, R2 3a 
, R30a, R3 1a> R 3 2 a is J: CFR 4 0 a tiitu^O <0 £ H*HT**o 
H a 1 4 ttiBHRlR^S fcli**]*^*?* *9 > Hal3!±Hal4 § tt 3 * 

#JR ; f : -C*«3, Ha 1 4**tt*S : f : Ofcil4*3IElS : f-4^:tt3^*lR ; f-T**o 

itu*&« 5 - 2I5g*5 ±#5 - 3X5g4fcl±7ffifctHfCfr$ ^^So 

fcBfIE# 2004-3101242 



mm 2003-434312 



^-y: 85/ 




[0 13 4] 



£Bf£# 2004-3101242 



mm 2 0 0 3 -4 3 4 3 1 2 v : 86/ 

it&m ( 1 6 a) , it&m (14) is x mt&m ( 1 6 b) wmjt^s ( 1 o &) 

[0 13 5] 
[ft4 6] 




R iob Ha| (16B) (14) R i* M 

ttm*> Tfizmmi*. ^m^^m^rrttzimwrn^T, (53) \zmm 

mZmXLXlk^ (1 6 A) (1 O-lIg) , ov>T\ ^9y^A (Olffi) M 

<a3?*£T\ (16A) ^^^^^JRKSI^feti^X^JRIft^SrRjSL-C^k'fr* (1 

4) (1 0-2IS) , ZbK, (14) i:^n^> 4\&M * Rifc L T^t^® 

(16B) (10-318) t*4, 

(5 3) ^n^Wfc#J*RJ&L"Ctt#W (1 6B) £Mr-r£2r& 

-c&a ( l o -4IS) o 

iifax^-Aicio^T, Tf, R 1 0 a. n, Mlbfei^Ha 1 l± tu^co & cd fc Elftgfe 
T?&*o R 2 0 0t±, iftifc A 1 Rl*il«r^^ * 

o- ngii, m&<D4- lmzmtxfti f/c, 10- 

-3-gi:$CTffH^^"^o 1 0 - 4X@tcPLT(i> M©4 -4Iti:iCt 



[0136] 



ffif£# 2004-3101242 



#11 2003-434312 



^-v: 87/ 



(12) <DW&-%m (1 IS) 
[0 13 7] 
Mb 4 7] 





«rfe&i, (5 4) K-hnftWUfcRJ&L'Cft'S'W (5 5) U 

) , ov>t\ iwffST, ^If fcl^I^^fflv^, (5 5) ZMjtLXlk&m 

(12) ^M^t1-^^fe (1 1-2IS) -C**o 
J:EX^-Ai:«V>T, RIO a, R20a, R21a, R2 2 a*it) f R2 3 alif i$ 

(11-1 Xfl) ^ _ _ 

Smfcti:. 0M8 0°CT^^ o 

EJ&ftmt. ffi$&*#k Was. RJEBift*^ J: «J ®t> 0. 57!jM4 8B# 

WCfc «3 , UMK tt, 1 »M 1 2 l*Wt?* & o 
(11-2 lig) _ ^_ 

tti!E# 2004-3101242 



mm 2003-434312 



^— V : 88/ 



07b^. 10 0 TCt?*& 0 
RJfclSIRItt, aiHMH> Y#$k KHS, JRJSiftJKJwJ: ®H\ 0. 5 75M4 8B# 

WC* «5 , SIC 14, 1M1 2 \%M-?$> Z> o 

±|B^% (5 5) Ztzmt&m (12) tt % ±JBfc J: $$#e>ftSRJfc«£**&!rifcL 



[0 13 8] 



ffilE# 2004-3101242 



#11 2003-434312 



^-^ I 89/ 



it&m ( 5 5 A) VWLMJjm ( 1 2 &) 
[0 13 9] 
Mb 4 8] 




(55A) 



R 



10b 



-M 



1b 



(14) 



12-2 



-,23a 



O a N 




•,22a 



V / 



-R 



,21 a 



3 2Cla 



(57) 

6) titu^^Mt^tJ (16) kZJxBLXlt&m (5 5 A) £SW£-f*:frSfc (12-1S 
) , Sfcfi, (5 7) tttr^W^% (14) fcfcRt&L-CffrfrW (5 5 A) 

jsVa^S (1 2-2ft) -c**o , 

±i&.**— Afc*JV»t\ Wla^itmi, Mlb^^^i:R10b, R 2 0 a. R21 
a, R 2 2 a jSitFR 2 3 a i±l!fh&0 & (D tm^MXjb2> o _ 

±fB^MJfcUTtt, -^IwlS^Mffi^tL^, JR^3k *^#k *#^k WJ> * 

n^k mmm^M. torn, ^mrnmk mmnmm, mmwu ^mm, mmrn, m 

[01413 „ - , - v ,, 

±|BM»JtL-Ct±, *Jx.WT*L«k -/K*8k -7^-2:7 ;v ^ 

y;vi£h-;K fy^>> WF'JA INUr**-** W 

ffif£#2 004-3101242 



#S 2003-434312 



^-y: 90/ 



77t7^, f7#>K -tf^^ '>x5^, tKnJfVyn^^W 
; vn-^, t Kn^f v7'n t'^-t^n-^, A^+'^f ^•fe^n-^t h V A, *° 

±|B*fe£iJ£:LTti, H-HMMfe, JtfeH-BMWfc, p-%v*f- 

±B*»»«I«IfcU^*±, #'Jxfl/>rJ3-^ 7'ot:V>^Vn-;K W 
^>v;K x.^y-;K =rv*xn-;K fjx^-;i/7^> »f'J7A, ^-x 

_L|BW^JfcLT(±. KflB^MflmSlloK^, #ye-W3-^ ^'^^^ 
±tmmMtL-a±, *^-)V^7-<y, ynn°;v/^^>. ^on7^>-)K 

iRXMnzsikmnnimM. &m%L m&n, mm, 

±BffiM*d»i. JiffiSWod*,, #HAft5W. w«> mmftM. 

mSE# 2004-3101242 



mm 2003-434312 



^-v: 91/ 



Mifr, mnm(OWi<kKte, 0. 15»S5 0 0 0mg m*L<l±0. 5»I1 5 0 0m 
g) . ^-fflStJO^^ti, 0. 5M1 5 0 0mg L<(il. 5M5 0 0mg) 

miM<Di§j&^li, 0. 3M5 0 0 0mg ($fiL<lilM5 0 Omg) £ 1 H I" 



-2) o 

[0 14 3] 

[«Ml 
[0 14 4] 

(#1*6011) n _ . 

l-f2-(4.4-y^ fJV->^A^->;i/)- 5 - ^ f^->7x^]- 4 -^>^;VE 

7 v > 



[0 14 5] 
[ft 4 9] 




• HCI 



[0 14 6] 
Mfc5 0] 

V 

I Bruce H. Lipshutz, John Keith, Patrick Papa, and Randall Vivian, Tetra 
hedron Lett., 1998, 39, 4627. 
(1 a) 

1 U y)V3ru* 9 y^iv^^MA , 4 - V* ±fr±± ±ibz 1 -^-^ 

[0147] 
[ft 5 1] 



o 

II 

-s-o 



/TV 



I— 1 1 

F O 

t?X ( h V ^/l/^y A') 75 K'Jf-^A (1M7 b?t FH7 9^t, 172 
1 7 2mmo 1) . h 9 H KH75> (4 0 OmL) ©S^I&Pl, fi 

+ K9-f T-f *-7-t h 7 CCmr^^PLTto 4, 4-v 

~>^n^^y > (1 8 g, 14 3mmo 1 ) OMtKT b7t F0 7 7>|#1 (1 
L) £3 O^TiTLfe, ra*#Tt? 2 1 0»L/:f, 
tfX ( h U 9 y^)V*>4 5 K) (54g, 150mmol) fcifl]*^ 

ffimE# 2004-3101 



ra L , 
0 0 m 

— 

2 4 2 



#11 2003-434312 



^-v: 92/ 



M LT^II'ft?n% 2 6. 8 g £ ^ftfeftfiW tLtfto 

^-NMR (400MHz, CDCls) / . 

8 10.97 (s, 6H), 1.54 (t, J= 6.4Hz, 2H) , 1.96-1.98 (m, 2H) , 2.31-2.36 (m, 2H) , 

5.66-5.69 (m, 1H) . 
[0 14 8] 

(lb) 

2 - (A, 4 - V* ^;V~>^ n^-fr- 1 zl*z~M ~ 4 - 4 - 5 - 5~rF7^f)V- 
f 1 . 3 2l^t^rt>i?P9> 
[0149] 
lft5 2] 




(la) -eiSBg^tLfc > V -7;v^-n> ? y*;v*>^4 , 4 
x _^c-;v^^x;v (19g, 7 3. 4 mm o 1 ) , « v^n 
> (21. 5 g, 8 4. 6mmo 1) , 1, 1 ' - tf* (y7x^*^7^) 7 n 
-t>y*7 DD^°7y7 A (ID iSpvu* ? X (3g, 3. 6 8mmo 

1) , feii^^^A (2 1. 7g, 2 2 1mmol) Wt> (2 

0 OmL) £2jnx.T, SHR*Cift**m8 0W 7WtfL/: 0 

f;»y'J*^v*7A7D7f^77^- (ffiBft^^^/^^^^) trWmLT^® 
>fh^% 12. 5 g ^MiitttJ t Uifto 
: H-NMR (400MHz, CDCb) 

5:0.88 (s, 6H), 1.26 (s, 12H) , 1.32 (t, J= 6.4Hz, 2H), 1.85-1.87 (m, 2H), 2.10- 
2.15 (m, 2H), 6.49-6.51 (m, 1H) . 
[0 15 0] 
( 1 c ) 

1 _ (4^ 4 _ ^;v~>^ n^3^- 1 -ol-;v) - 4 h ^ v- 2 h n^>^f 

[0151] 
5 3] 




4_y n ^_3_-fnT-7-;v (3. 3g, 14. lmmo 1) , ItM (1 b)_t 
Wk7k^fotz2- (4, 4 - V* f- frit 9 u^^jr- 1 ~-^-;V) -4, 4, 5, 5^-7" h 
9 p<^-;V- [i, 3, 2] VJr^tfuj-y (4. 0g, 16. 9 mm o 1 ) . ^W. 
* U A (4 5 g, 21. 3 mm o 1) „ 1, 2-v^ (3 OmD^I 

^%^a«^ + ^?m-e»L^^^, xh^** (HJ7X-W7T/) ^7V-7 
A (0) (0. 8 2g, 0. 7 1mmol) ttifco ^-ei^|l^8 OU' 
2 4B#ra#Lfc 0 

ffi|iE# 2004-3101242 



iff® 2003-434312 



— : 93/ 



^n->-)A«U *£*3W*flt*Lfc&, aifcfcaftETifclf&Lfco »&*'Lfc3*at«:~> 

5 g ^ffeMtLTffCo 
J H-NMR (400MHz, CDCls) 

5 : 0.99 (s, 3H), 1.26 (s, 3H), 1.49 (t, J= 6.4Hz, 2H), 1.78-1.90 (m, 2H), 2.20 
-2.26 (m, 2H), 3.84 (s, 3H) , 5.49-5.54 (m, 1H) , 7.04 (dd, J= 8.4, 2. 8Hz, 1H) , 7. 
16 (d, J= 8.4Hz, 1H), 7.29 (d, J= 2.8Hz, 1H). 
[0 15 2] 
(1 d) 

2 - (4 . 4 - 2Ji ±J}Lk_2. p^^r-^- i--^-;v)-5-^ y *z/y 3l-)vt <y 

[0153] 
[<b5 4] 




&%0U (lc) T?»afe**Lfcl- (4, 4-v^^;V~>^n/v^^- 1 -4- 
^>^^>-2--hn^^-lf> (3. 5 g, 13. 4 mm o 1 ) ^ ~ ]V (3 0 m 

L) ifrfbT — (2. 9 g, 5 4mmo 1) OTMtm (5mL) , %kM 

(1 5g 2 6. 8 mm o 1 ) 9 0 °CX~ 1 B$W 3 0 L/c 0 RJStftS: 

5 g fcjtfeflMfcWfc LTftfc. 
^-NMR (400MHz, CDCls) 

5: 0.99 (s, 3H), 1.26 (s, 3H), 1.50 (t, J= 6.4Hz, 2H) , 1.94-1.98 (m, 2H), 2.20- 
2.28 (m, 2H), 3.75 (s,3H), 5.62-5.66 (m, 1H) , 6.24 (d, J= 2.8Hz, 1H) , 6.29 (dd, 
J= 8.4, 2.8Hz, 1H), 6.88 (d, J= 8.4Hz, 1H) . 
NH2(7)2 Hfi#^-Ci £ri>o7Co 
[0 15 4] 
(1 e) 

1 — T2 — (4. 4 — y ^ fiVv ^ P^^r^j-- 1 — 5 - ^ Ky7x-;HH^7 



[0 15 5] 
[ft5 5] 




(id) -eSBtStu^ -(4, 4 -^^f-;v~>^n^^^- l 5 
b^/7x^7r/ (3. 3 5 g, 1 4. 5mmo 1) . ex (2-^nnxf;V) 7 
r/Ifl (3. 1 g, 17. 4mmol)<Bl, 2-y^nn^7€> (lOml)'l 

J*JET*«i Lfco # *Lfc»«t* N Hy'J*^->*7A7nvF^77^ (WW.^^ 

ffif£# 2004-3101242 



#M 2003-434312 



^-v : 94/ 



2.34-2.48 (m, 2H) , 
J= 8.4, 2.8Hz, 1H), 



^-NMR (400MHz, CDCh) 

5 : 0.97 (s, 6H), 1.44 (t, J= 6.4Hz, 2H), 1.90-1.98 (m,2H), 
2.94-3.32 (m, 8H) , 3.78 (s, 3H) , 5.58-5.66 (m,lH), 6.48 (dd, 

6.50 (d, J= 2.8Hz,lH), 6.99 (d, J= 8.4Hz, 1H). 
NHO 1 Hl±!fl^l4*ofc 0 
MS m/e (ESI) 301 (MH + ). 
[0 15 6] 

(If) 

1 - r 2 - (4 . 4 ^-;V'>^ 1 - 5 b^->-7^-^J-4- 

[0157] 
[ft5 6] 




. HCI 



(le) -eMUcl-[2-(4, 4 -y^f^y^Aift- 1 /U) - 5 

-^^y7x-;v]^7y> (9 0mg, 0. 29mmol) «rf7tFn77^ 
(lOmL) jlSCn-tfSTWK (3 1mg, 0. 3 6 mm o 1 ) > > V T* 
Y*i/&mikte7mj- > U (9 5mg, 0. 5 9 mm o 1 ) . # £ tfftBft ( 3 5 m 

g o ' 5 9 mm o i ) 3 ^wtt#L^o Kmrn^mmm^mi- 9 A 

77^ - (f^^f-;v/^^Hj->) tiSUl-[2-(4,4-^W^n^f 
_ 2 _ji-;v)- 5 h ^y7x^;V]- 4 - ^ > -f- ;V if ^ 7 v > 1 1 Omg ^Yi^-ferft 



MS m/e (ESI) 371 (MH + ). 
[0 15 8] 

# <b tL7Mfc^% «r BIBfe-*- f- & K MM L 

5 0 m g Sr^StfeHfrfc LT#7io 
X H-NMR (400MHz, CDCh) 

5: 0.97 (s,3H), 0.97 (t, J= 7.2Hz, 3H), 1.00 
.85 (m, 4H), 2.94-3.40 (m, 6H) , 3.45-3.88 (m, 
H), 6.48-6.64 (m, 3H) . 
MS m/e (ESI) 371 (MH + ). 
[0 15 9] 
(1 g) 

1 - \2 - (4 . 4 - V* ^;Vv^ n^\^'>;l/)- 5 - 

7 v > *i 
[0 16 0] 



4 N^b7jc*I^^^-^^^inx. 3 oM?at 



(s, 3H), 1.34-1.50 (m, 8H) , 1.72-1 
4H), 3.76 (s, 3H), 5.62-5.68 (m, 1 



ffi|IE# 2004-3101242 



mm 2003-434312 



95/ 



Ht 5 7 ] 




o 



• HCI 



mm (if) t«ui-[2-(4,4-^w^^t-i-^)-5- 

t ,i f y7 x -;i / ]-4-^>'f)V^7y> (44mg) <D * 9 S - & (5m 

1) »flt£l 0%^7y->A*-^> (1 0 Omg) fcflnx-Tjc^B^TT 1 7 i^DQ W 

, 1 7 m g *^*ffeHfrfc LT#/Co 

^-NMR (400MHz, CDsOD) 

5 -0.97 (s.3H), 0.96 (t, J= 7.2Hz,3H), 1.04 (s, 3H) , 1.36-1.86 (m, 14H) , 2.8-2. 
95 (m,lH), 3.06-3.40 (m, 10H) , 3.77 (s, 3H), 6.70 (d, J= 2.8Hz, 1H) , 6.74 (dd, J= 

8.4, 2.8Hz,lH), 7.22 (d, J= 8.4Hz, 1H) . 
MS m/e (ESI) 373 (MH + ). 
[0161] 

mmm2) , . 

[0 16 2] 
lit 5 8 ] 



[0163] 



yMV^nt-jVT^V (2 2 m L , 0 . 1 5 7 m o 1 ) h5tKn77 >V« 

(5 0 omD ^ii^WK7^7^7;-7*f>§-e-7 otjar^u^o mn 

L^ftf)jSSi*> n-7f;V'Jf (1. 5 BM^tVit, lOOmL, 0. 15 
6mo 1) 5fl-T?«TLfco ^v>"CiOR{S«ES:- 1 0 ICf -C#»3 

SIT- 7 0°cmT^^iPL7t o 1 0#»t£> *ORlSifefc4- t 9 

(20. 0 5 g, 0. 1 3mo 1) ©i*rl-7K Kn7 5'/»« (1 0 OmL) £ 

^^M>^F) (5 1. 0 9g, 0. 14 3mo 1) <7)**r f7t Fn77> 
mWi (2 0 OmL) 5t5-«TLT3 0^«L^ o ^KK^T-f *?S£7jc 

j&c^iT3 ofrmwLtz^ mmrc*hK3 o^mwLtz 0 

mmm 2004-3101242 




(2 a) 



Uk 5 9 ] 




mm 2003-434312 



^-v: 96/ 



m&iz<D?*$fcbvxfflt&m#to<ommk4r9i3 3. 1 g ^#^ 0 

X H-NMR (400MHz, CDCb) 

d: 0.90 (s, 9H), 1.24-1.44 (m, 2H) , 1.90-2.00 (m, 2H) , 2.16-2.25 (m, 1H) , 2.32- 
2.46 (m, 2H), 5.72-5.76 (m, 1H) . 
[0 16 4] 

(2 b) 

[0 16 5] 
[4t 6 0 ] 




(2 a) "emmzti-fc. V U -7;v^-n^ ? ^^;^>t4 - t -^;vi/^n^^r 

-9-- 1 (7. 16g, 2 5mmo 1 ) , 2 hP7t-^n>l ( 
5g, 3 0mmo 1) , 2NR»t > 'J f (25mL) , f;Vx> (70inL) 

■Bt&x-9J-* (3 5mL) ©M^ll^Itlfitfi#L/:o iWM(:7>7 
i^X (f'j7x-JV*^7^>) ^7^'7A (1. 5g, 1. 3 mm o 1 ) fcflnx-fco >X 

v>-e c: oift-fr* fcfl-ffi. 9 0 °c-e 1 mm 3 o ft-ffiW hfz Q 

il^y'J*)->*7A^n-7f^77^ (|^j^f-;v/^^^>) "CilLT, t- 
^f- JVilMiW 7 -fe 5 # t LT jmfe^t^I^b^J 4 . 8 9 g ?-|#/:o 
^-NMR (400MHz, CDCh) 

5-0 90 (s, 9H), 1.32-1.44 (m, 2H), 1.86-1.97 (m, 2H) , 2.14-2.28 (m, 2H) , 2.28- 
2.40 (m, 1H), 5.62-5.66 (m, 1H) , 7.26 (dd, J= 7.6, 1.2Hz, 1H) , 7.34 (ddd, J= 8.0 
, 7.6, 1.2Hz, 1H), 7.49 (td, J= 7.6, 1.2Hz, 1H) , 7.77 (dd, J= 8.0, 1.2Hz, 1H) . 
[0166] 

(2 c) 

2 - (4 - t 



7'f;v->7nAjry^ y s. =■ )± T 5 > 



[0 16 7] 
[it 6 1] 




(2 b) '-eaH£3*Lfc 1 - (4 - t -7fJVv7 n^3F"9— 1 -J. — /U) -2- — 
>n (4. 89g, 18. 8 6mmo 1) . 1 0 v <7 A * - (1. 5 

g) JIf||xf* (2 5mL) «rMTJRI&*fflvv flTEE? 4 «flBI***lni b 

^- 9 - 7 ^_ fr/^y-z/) tillt, t - ;v v ^ n a ^ y;H^t © v 

7^ f k tv-M t L t 3 . 3 4 gSr#fco 
: H-NMR (400MHz, CDCb) 

5: 0.86 (s, 9Hx0.6), 0.89 (s, 9H x 0.4), 1.08-1.50 (m, 4H), 1.60-2.14 (m, 5H) 
, 2.36-2.46 (m, 1H x 0.4), 2.90-2.96 (m, 1Hx0.6), 3.63(brs, 2H), 6.64-6.69 (m, 

mSE# 2004-3101242 



mm, 2003-434312 



^-v : 97/ 



1H), 6.73-6.79 (m, 1H) , 6.98-7.04 (m, 1H) , 7.10 (dd, J= 7.6, 1.2Hz, 1Hx0.4), 
7.34 (dd, J= 7.6, 1.2Hz, 1H x 0.6). 
[0 16 8] 

(2 d) 

2_ \2- ( 4 - t -/f^y ? p^^r->;v) 7x-jV7^1 ;v 
[0169] 
Mb 6 2] 



&fifctil (2 c) TgW£S*i-;fc2 - (4-t-7 , f^y^nAifyjV) 7i^7^ (1 
2 g, 5 . 19 mmo 1 ) „ 2 -/ntx^-)!/ (0. 76mL, 10. 72 mm o 
1 ) % \ i; ifjvr? > (1. 12mL, 8. 04 mm o 1 ) JBLXF Y (2 0 mL) 

ifc#W5 3 8mg*#fc» 
X H-NMR (400MHz, CDCh) 

5- 0.86 (s, 9Hx0.6), 0.90 (s, 9Hx 0.4), 1.08-1.50 (m, 4H) , 1.60-2.12 (m, 5H) 
, 2.36-2.45 (m, 1Hx0.4), 2.91-2.96 (m, 1H x 0.6), 3.33-3.38 (m, 2H) , 3.85-3.92 
(m, 2H), 6.67 (dd, J= 8.0, 1.2Hz, 1H x 0.6), 6.68 (dd, J= 8.0, 1.2Hz, 1H x 0.4) 
6.75 (td, J= 8.0, 1.2Hz, 1H x 0.6), 6.76 (td, J= 8.0, 1.2Hz, 1H x 0.4), 7.08-7 
.15 (m, 1H+1H x 0.4), 7.37 (dd, J= 8.0, 1.2Hz, 1H x 0.6). 



N _ 12- (4 - t-7'f JVy^P^^rV^) ~7 x. — fy} - 2 - ^ P P - N - ( 2 — bl K 
[0171] 

Ute 3] 



mmm (2d) "e$!ai$*Lfc2- [2- (4- t-^;v^P^~>^) 7x-;v75 
7] x^;-;v (2 4 8 mg, 0. 9 mm o 1 ) 0^7X7- !<7liFn77> (5mL) =£• 
M*^Pp7jC7lc-e^±Pb/io -e-^, fi^nnrW (0. 08mL, lmmol) 

L7i 0 ^L/c»**l^n^7jcTi5fe^, h V -7A«L^o 

g^^f-;i//^^^y) -CltmLT. t - 7*f ;Vv7HA^ yjvi^yj^rl't'v 




HO 



[0 17 0] 

(2 e) 




mfiE# 2004-3101242 



mm 2003-434312 



^-y: 98/ 



-m&yo t Lxm&i&^^Mwik&m 2 5 8 m g 

1 H-NMR (400MHz, CDCh) 

5- 0 88 (s, 9H x 0.4), 0.92 (s, 9H x 0.6), 1.08-1.20 (m, 1H) , 1.21-1.32 (m, 2H) 
1 42-1.94 (m, 6H), 2.54 (tt, J= 12.0, 3.2Hz, 1H x 0.4), 2.74-2.85 (m. 1H), 2.9 

0-2:98 (m, 1H x 0.6), 3.22 (dd, J- 4.8, 4.0Hz, 1H x 0.4), 3.25 (dd, J= 4.8, 4. OH 

z 1H x 0.6), 3.69-3.90 (a, 4H) , 4.38-4.47 (m, 1H) , 7.21 (d, J= 7.6Hz, 1H x 0. 

6), 7.21 (d, J= 7.6Hz, lHx 0.4), 7.23-7.29 (m, 1H) , 7.37-7.43 (m, 1H + 1Hx0.4), 
7.58 (dd, J= 7.6, 1.2Hz, 1H x 0. 6) . 

[0 17 2] 
(2 f ) 

N- \2 — ( 4 - t -7'f JVvj' P^s^ y ^^;V] - 2-^nn-N~ 

yxfjl/) T-b h 7 3 K 
10 17 3] 
m 6 4 ] 




tH'ii^D'JF (0. 2 4mL, 2. 7 5mmol) ©fciy?nn^r/§f ( 
5mL) *am««fc+K?>T7>r*-T-fe 6 5t^Tt:^lfco & 

7 ]tv^;V^;v*^v K (0. 38mL, 5. 3 5mmol) ©i*^nn^^V»* 
(5mL) ^i^C8^tiTL/;o ^?i«^-2 Otif^^&S 
Xf-6 5t:mT^^*PL^o *ORjSSCfc$£*fe0I (2e) -C»j&§ttfcN- [2- (4- 
t _y f;V y^nAify;v) 7^-;V] - 2-^nn-N- (2-t Fn^yxf;!/) 7 
tf75F (2 5 6mg, 0. 727 mmol) OMfrV? n n ;* * ( 5 m L) £ 

f^Cl l^tiTL/;o 30WtF'J^f^7r/ (0. 96mL, 6. 89mm 

[0 17 4] 

(2 g) v 
4_^^.;y- 1 - [2- (4 - t --T^Vv'^P^^v^) 7^~;H 

[0 17 5] 
[ft 6 5] 




HWJ (2f) -trM^ttfcN- [2- (4- t-^;V->^n^dpv;V) 7*-^] 
-2-^nn-N- (2-t^Vif;V) 7-te h 7 5 FOft^® (3 0 lmg) ^ 1 , 
2-^nnir/»» (7mL) fci«*ffi***^iPLfco -=&V^r^7- 

ffifE# 2004-3101242 



#JM 2003-434312 



^-v: 99/ 



v -7^4 A (1 5 Omg) , n-7'f^7? > (0. 0 9 lmL, 0. 9 2 1 mm o 1 ) 

Y V T-fe h^r^TlC^fcH^*^ > ^ (18 7mg, 0. 8 8 2 mmol) £JUM^ 
Jinx.> fc^fi* 2 ORSIB*#L;fco 

xfnaiHLfto #H5t t fc «Ji * l£fn ^m7X» thV^A TkvtM tftfeifcfcTMfcfcifc 

^s*->'j*^*7A^7^57^ - (ftBftj.^^/^^-^^) -effiss^ t- 

[2- ( 4 - t —'ff-fr 9 s9 n^^r v;v) -7^ — ;v] tf^9 W- 2 - ^ > 1 6 
3 m g *1&iz 0 
J H-NMR (400MHz, CDCls) 

*■ 0.88 (s, 9H x 0.4), 0.89 (s, 9H x 0.6), 0.95 (t, J= 7.2Hz, 3H) , 1.03-2.00 (m 
13H) 2.40-2.51 (m, 2H+lHx0.4), 2.64-2.77 (m, 1H) , 2.86-3.00 (m, 1H+1Hx0.6 
) 3.16 (d, J= 16.4Hz, 1H x 0.6), 3.24 (d, J= 16.4Hz, 1H x 0.4), 3.37-3.45 (m, 2 
H), 3.62-3.73 (m, 1H) , 7.12 (dd, J- 7.6, 1.2Hz, 1H), 7.21-7.36 (m, 2H+lHx0.4), 
7.56 (dd, J= 7.6, 1.2Hz, 1H x 0. 6) . 
[0 17 6] 

m&to t Lxmm^m^nmit^ 1 o 2 m g ^#7^0 

MS m/e (ESI) 371 (MH + ). 
[0 17 7]' 



4 _ [ 3 _ ( 4> 4-y^f;Vy^DA^i/jV) -4 - (4 - ^ V/f ;V^7V > - 1 

-^;v) -7^^-;v] ^;v*o>- &Bfcffl 



2 - -f D 7x-)HD^ (1 4. 2 g, 8 5.1 9mmo 1 ) OfJVxy (2 5 
OmL) (l2 5mL) «M (la) T?*H£ $ *Lfc h U 7 * 

ffilE# 2004-3101242 



(«f o 3 ) 



[0178] 

m 6 e ] 




(3 a) 

1- (4, 4-y^fJVv7P^t-l-^^ -2-~>n^>-fe> 
[0179] 
[4b6 7] 




#JM 2003-434312 



^-v : 100/ 



tn^ : ?y^jV*>'i4, (2 0g, 7 

7. 4 4mmo 1 ) > T Y<7*^ (1 U 7x-jV*^7-f >) (0) (4. 5 

g , 3. 8 7 mm o 1 ) . * ± tF2 NRSJ^ h 'J 9 A7Kv#$C ( 1 2 8 m L , 256mmo 

i) *tnx.^o io«-frw*a*5c*T, *mi o o°cTiiiri4 s^wl^o 

m^^^tTfc^Snx-T, BWifJK-iffiL/co ^Lfc^fWB&yJ^ IMo«7X-ejn^ 
# tifcit * y 'J * f ;v * 7 a ^ o v f ^ 7 7 ^ - (WWi^^/^*-^^) "CpRl, 

xmmt^km 1 6 . 3 g *nfe»tLt#^o 

1 H-NMR (400MHz, CDCh) 

5: 1.00 (s, 6H), 1.51 (t, J= 6.4Hz, 2H) , 1.92-1.94 (m, 2H), 2.24-2.29 (m, 2H) , 
5.55-5.57 (m, 1H) , 7.27 (dd, J= 7.6, 1.6Hz, 1H) , 7.34 (ddd, J= 7.6, 7.6, 1.6Hz, 
1H), 7.50 (ddd, J= 7.6, 7.6, 1.6Hz, 1H), 7.77 (dd, J= 7.6, 1.6Hz, 1H). 
[0 18 0] 

(3 b) • 

2- (4, 4-y^f-JV'>7PA^y^) 7i^7r/ 
[0181] 
Ht6 8] 




**&0J (3 a) -CSijt^tLjt 1 - (4, 4 -y^f^y^An- 1 -^~;V) -2- 
ifn^y^f> (1 6. 3g, 70. 5 mm o 1 ) > 10 %s* 7y>7A*-^> ( 1 g ) 

„ axzrwpWt^^ (1 0 omD <DM& s fa*MUTm.ffi}*m^ , %&~?^ i 4b#f*13 o 

3 g) . is J;tF^^;VT;V3-;u (2 0 0mL) ©I^t^SSTEI&^ffl^tf JET% 
3 0 mm 3 0 7>7X*-^7Jn Lfco 

H7^77^ (K^ti-^V/^-^y) TlftLtll^l 1. 7 9g«ffe 
1 H-NMR (400MHz, CDCh) 

5: 0.97 (s, 3H), 0.99 (s, 3H) , 1.36 (td, J= 13.2, 4.0Hz, 2H) , 1.47-1.73 (m, 6H) 
, 2.38 (tt, J= 11.6, 3.6Hz, 1H), 3.63 (brs, 2H) , 6.68 (dd, J= 7.6, 1.6Hz, 1H) , 6 
.77 (ddd, J= 7.6, 7.6, 1.6Hz, 1H) , 7.01 (ddd, J= 7.6, 7.6, 1.6Hz, 1H), 7.14 (dd, 

J= 7.6, 1.6Hz, 1H). 
[0 18 2] 

(3 c) 

1- \2 - (4, 4 -V* f-fris? n^s^-'>;v) 7 s.—M 
[0 18 3] 
lit 6 9 ] 




H 



ffifiE# 2004-3101242 



#SI 2003-434312 



^-y; 101/ 



HJfefll (3 b) X-m&-£titz2- (4, 7x-;V7$> ( 

11. 7 9 g, 5 7. 9 8 mmo 1) Ol, 2-y^nn^>r/fi (3 OmL) 
If* T ^ (12. 4 2 g, 69. 5 8 mm o 1 ) ^JOxT 



77 4- (Wm.^K'/^*^^) fiSLtiS^f 12. 1 5 g fcfBfeilMfcW fc L 
X H-NMR (400MHz, CDCh) 

5: 0.97 (s, 3H), 1.01 (s, 3H), 1.34 (td, J= 12.8, 4.4Hz, 2H), 1.48-1.68 (m, 6H) 
, 2.82-2.84 (m, 4H) , 2.95-3.03 (m, 5H) , 7. 05-7. 27 (m, 4H) . 
NHO 1 HJ±#5E~ei ftfrotzo 
[0 18 4] 

4- \2- (4. 4-y^f^y^P /N - j py^) 7x^;vl v > - 1 - ft jkjH >~B£ 



(3 c) tlt^^l- [2- (4, :7^_;v] 
^7y> (1 1 g, 4 0. 4 mm o 1 ) > MJ 7?> (6. 2mL, 44. 4m 

m o 1 ) > 4-vVf;V7 5y tfUy> ( 2 4 7 m g , 2 . 02 mm o 1 ) , $3 «t W ^ 
nn^y ( l 8 0 m L) ©j|^«*a»«*>t , **^TitlP Lfco * £ (-«y t 
-7^;v (9. 7 g, 4 4. 4mmo 1) t^nn^y (20mL) (DU^^Mk 



v-^ n 9 >xmm vtz 0 ^vtz^mm ^ttm±m.^xmmk, mxmwt-f y v * a 

A?07h^77-f- (I^m^-^^/^^r^^) "eilLtllMtl 4. 8 9g£v& 
^-NMR (400MHz, CDCh) 

S: 0.96 (s, 3H), 1.01 (s, 3H), 1.31 (td, J= 12.8, 4.4Hz, 2H), 1.49 (s, 9H) , 1.4 
9-1.69 (m, 6H), 2.81 (brs, 4H), 2.95-3.02 (m, 1H), 3.57 (brs, 4H), 7.06 (dd, J= 
7.6, 1.6Hz, 1H), 7.10 (ddd, J= 7.6, 7.6, 1.6Hz, 1H), 7.16 (ddd, J= 7.6, 7.6, 2.0 
Hz, 1H), 7.28 (dd, J=7.6, 2.0Hz, 1H) . 
[0 18 6] 
(3 e) 

4 _ r4-yn^&-2- (4. 4 —V* n^^rv;V) y — ^7v^-1 




[0 18 5] 
[4b7 0] 




[0 18 7] 



mtiE# 2004-3101242 



#11 2003-434312 



^-v: 102/ 



Ut7 1] 

Br 




o 



O' 



Hifcfl! (3d) -eSSitStut 4 - [2- (4, 4 - 9 J* f-;v~>^ v;v) 7x-;v] 
tT^9 v>- 1 -Tj;^:^ t -^f;vx^f;v (8g, 2 1. 5mmol) , WW.i- 1 
ij^A (17. 6g, 215mmol) , ^iff^^^-^ (3 0 0mL) <DU^^M 
m%m*m.UTmWV?to ^-KH« (l. lmL, 21. 5mmol) «r2 o^ra-e?ft 
TLX, PlIffTl 7M#L/;o SWtPJf A (8. 8g, 107 

. 5mmo 1) £Dnx. A* (0. 4mL, 7. 8mmol) «TLT, i^frTlH 

mbT^IS^tJ 7 . 9 7 g Jtf&M&WWt LT#f: 0 
^-NMR (400MHz, CDCh) 

8\ 0.96 (s, 3H), 1.01 (s, 3H) , 1.24-1.34 (m, 2H) , 1.41-1.64 (m, 6H) , 1.49 (s, 9 
H), 2.77 (brs, 4H) , 2.89-2.97 (m, 1H) , 3.55 (brs, 4H) , 6.92 (d, J= 8.4Hz, 1H) , 7 
.25 (dd, J= 8.4, 2.4Hz, 1H) , 7.35 (d, J= 2.4Hz, 1H) . 
[0188] 

(3f) 

4 _ r 2 — (4, 4--/7f)Vy^n^y;i') -4- J &^^ 1 J^-4-^^7x^^J 

[0189] 
Hfc 7 2 ] 




0 X 0 J< 



ggjfcffll (3e) X-Wk&Ztifz4 - [4-7*n^-2- (4, ^y^nA^yjv 
) 7 X i)i/] tf^^^V- 1 — fc^tfVBfct -'/f^x^fA' (1 g, 2. 2 2mmol 
) , ^;V*'l > (2 9 Omg, 3. 3 2 mm o 1 ) , tfivAt-^H^K (5 3 3 
mg, 5. 5 5 mm o 1 ) , SS^'yy 7 A (II) (50mg, 0. 222 mmol) 

_ t - 7*f Af f 77^tO**V- h (19 3mg, 0. 6 6 6mm 

o 1) Jsit/^vV^ (1 OmL) Otl^ttf^ilT, ^Sl 0 OWlBtHS 1 55^ 

ffi|IE# 2004-3101242 



#H 2003-434312 



^-vl 103/ 



) tiSLTll^i 8 6 4 m g %M&®4*t LTffCo 
^-NMR (400MHz, CDCls) 

d: 0.96 (s, 3H), 1.01 (s, 3H), 1.23-1.66 (m, 8H), 1.48 (s, 9H), 2.75 (s, 4H), 2 
.93-3.01 (m, 1H), 3.12 (m, 4H), 3.49 (brs, 4H) , 3.86 (m, 4H) , 6.70 (dd, J= 8.8, 
2.8Hz, 1H), 6.83 (d. J= 2.8Hz, 1H) , 7.01 (d, J= 8.8Hz, 1H) . 
NH<75 1 HttWJfeT^fc^ofco 
[0 19 0] 
(3 g) 

4 _ (4 t ;Vy^PAiryiV) - 4 - g v V - 1 - 1 jk_Z £ — 

;v V > 
[0191] 
[ft7 3] 



%tm (3f) «$tL/:4- [2- (4, 4-y^f;vy^n^->^) _ 4 -^;v 
4 _4 ;V7^-;V] (f^7V>- 1 - # ^ ^ > SI t -y^;V^^7";V (8 6 4 m 
g, 1. 8 9mmol) <dWfW.^^ ( 1 5 m L) -^no^^V (2mL) 
^k^at+^aT-eiK^bfeo ^-^4N^7fc*ftm^^^W (l 5mL, 6 0 
mmo 1) «TLT, RMTl 2B|«Lf;o 

^ h y •> a l o K*iW «r a* l r , i <d mm. * mj±rrmm l ^ 0 nhtitzm&z 

% 6 2 1 m g ^iSfem#i: LT#/c 0 
^-NMR (400MHz, CDCls) 

*: 0.97 (s, 3H), 1.01 (s, 3H), 1.31-1.64 (m, 8H) , 2.77-2.93 (m, 4H) , 2.96-3.01 
(m, 5H), 3.11-3.14 (m, 4H) , 3.85-3.87 (m, 4H) , 6.72 (dd, J= 8.8, 2.8Hz, 1H), 6.8 
4 (d, J= 2.8Hz, 1H), 7.07 (d, J= 8. 8Hz, 1H) . 
[0 19 2] 

(3h) . _ , 

4 _ [-3- (4, 4 - u^%-~y)V) -4- (4-fV7'f^H^7V>-l 




N 
H 



[0 19 3] 



ffifE# 2004-3101242 



#11 2003-434312 



^-v! 104/ 



lit 7 4 ] 



0 




(3 g) XU^fifzA- [3- (4, 4-v^;Vv^u^v;v) -4-H°^ 
7y>-l-^V7i-iV] -=&;V^ U > ( 1 0 0 m g , 0 . 2 8 mm o 1 ) , 4 V 
TJVftK (4 0mg, 0. 5 5 9 mm o 1 ) £5 <£ 0* -f h7liKn77> ( 2 m L) 0*1 

M^-E^^rmTtr 1 V T^r h ^r^«ftt^*t 1 V f7 A (1 19mg, 0. 
5 5 9 mm o 1 ) ^1i\\k.tz 0 

2 mm 5 o z<nKi&m~n^mfc*$k~r ^ ATKvtM^x^unxT^m 

* 7 A^n7h^77^- (f^^^-^;v/^^^>) tilLt 4 - [3- (4, 4 - v 
^f^y^nA^yjV) -4- (4--f V7*f;n^^7v>-1-^^) — ^] 
*r/114mg £$rfelltf£t LT#7t 0 
^-NMR (400MHz, CDCh) 

S: 0.93 (d, J= 6.4Hz, 6H), 0.97 (s, 3H) , 1.01 (s, 3H), 1.34 (td, J = 12.8, 4.8 
Hz, 2H), 1.43-1.62 (m, 6H) , 1.83 (dq, J= 7.2, 6.4Hz, 1 H) , 2.16 (d, J= 7. 2Hz, 2H 
), 2.53 (brs, 4H), 2.82-2.85 (m, 4H), 2.93-3.01 (m, 1H) , 3.11-3.13 (m, 4H) , 3.85 
-3.87 (m, 4H), 6.71 (dd, J= 8.8, 2. 8Hz, 1H) , 6.83 (d, J= 2.8Hz, 1H) , 7.09 (d, J= 
8.8Hz, 1H). 



ft £ WfM^ f - fr-V?uu* ?y u&'MM K v#ft? U 4 N &.ik&&&&.*- * frfefo % ftn 

MS m/e (ESI) 414 (MH + ). 
[0 19 5] 

mnw 4 ) 

i-7*f-;v-4- T2- (3, 3, 5, 5-fb7^JVy^D^f-i-^^) 2 



(4 a) 

h V -7;y^-n^ ^ y,x;Vfr>B% 3, 3, 5, 5 -t- 1 2 * pyx ±ibz 1 



[0 19 4] 



[0 19 6] 
Kb 7 5 ] 




[0 19 7] 



ffifE# 2004-3101242 



mm 2003-434312 



105/ 



[4b 7 6 ] 




3 , 3, 5 , 9>< w\ > (1 2. 8g, 82. 98 mm o 1 ) 

(DMi^T \ 7tKn77 y ; SrWL (3 0 0 m L) ^Slt^M* F5^f X-7-fe > >l& c 
-7 0°CJ^T^^PL^c »L/;fog$|:, if* (>^f;vy'J;v) T^K'Jf^ 
A (lMf h ?K Fn75«, lOOmL, lOOmmol) ^C15^IT 

>XH>^5F) (3 2. 5 1 g, 9 1mmo 1) Wiir Fn7 7>§E (1 

5 OmL) fciinx^ 1 3 B#Fb1 3 O^Lfc, 

3 . 6 5 g ^A|fe^^t% fc U#/: 0 
J H-NMR (400MHz, CDCh) 

S: 1.04 (s, 6H), 1.09 (s, 6H), 1.35 (s, 2H), 2.08 (s, 2H), 5.51 (s, 1H) . 

[0 19 8] 
(4 b) 

4. 4. 5. 5-ff7^f^-2- (3. 3. 5. 5 -f W^P^t- 1 

fl. 3, 2]yt j rt»'P7^ 



SfeSfrW (4 a) "CRiicStlfc h V 7;Vtn^ ^ >*;l/*>^ 3, 3, 5, 5-f f7 
^f)l/y7nAJft-l-xajVx7,r)V (4 5. 9 4 g, 0. 1 6mo 1) O^t^ft 
(5 0 0mL) ^ (ft37-f) y^ny (4 4. 9 g , 0 . 17 7mo 
1) . 1, l'-feT* (y7x-)V*^7-f;) 7xn-t>^^nn;i7y , 7A (II) 
y-7nn^yny7>^^ (4g, 4. 9mmo 1) Ml^'^A (4 7. 3g 
, 0. 4 8 2 mol) Ztinz-X$\-M.8 OTCtr 1 6 B#H 3 0^m#Lfc o 

/t5it^y'i*^*7A^o-7f7"77^ (sstifv^+tv) -emnvxmm 

it&m 3 9. 2 7 g LXWfzo 
X H-NMR (400MHz, CDCls) 

0.92 (s, 6H), 1.01 (s, 6H), 1.27 (s, 12H) , 1.31 (s, 2H) , 1.84 (d, J= 1.6Hz, 

2H), 6.26 (t, J= 1.6Hz, 1H). 
[0 2 0 0] 

(4 c) 

4- ( 2 - \l KP^ry7x-jv) bT^^y^- l t -y"^-)V^7,y-)V 
[0 2 0 1 ] 



[0 19 9] 
lit 7 7 ] 




ffifEW 2004-3101242 



mm 2003-434312 



^-v : 106/ 



[ft7 8] 




OH 



IN | 

o*V< 

2 _ d-tVyyV) 7x7-;V (3. 5 6g, 2 0mmo 1) WT^^F'JW 
W. (1 5mL) *IS«Lfc. f;i:rtlvt-7 4 fiV (4. 8 g, 2 2 mm o 1 
) (OT-tF-f'J^I (15mL) IrSnxfco 

aVL^o #^W:@#^IfL«ftt, ?IM^<^ffi£J»5. 3 5 g£«fe 

J H-NMR (400MHz, CDCh) _ 
5: 1.49 (s, 9H), 2.82 (t, J= 4.8Hz, 4H) , 3.59 (t, J= 4.8Hz, 4H), 6.87 (td, J= 7 
.6, 1.2Hz, 1H), 6.96 (dd, J=8.0, 1.2Hz, 1H) , 7.07-7.14 (m, 2H) . 
OHO 1 Hiitgt^^^ofco 
[0 2 0 2 ] 

( 4 d ) ' - 

t — 7f-;vxXf ;v 
[0 2 0 3] 
[ft 7 9 ] 

F 




(4 c ) '"CJKtStLifc 4 - Fn^f->7x-jv) t?^9 S> V - 1 - # 

-^JV-x.;^^ (4. 6 1 g, 16. 5 6mmol>. h'Jxf;V75> (1 1. 
5mL 8 2. 5mmol) S^^n^^y (lOOmL) O^^S^M^tR 

(4mL, 2 3. 7 8mmol) ^IUO^jITUo 

m&ftT-ei RBm~&ft&ttT mm^^R^ 

ETHL/:. # t -> 'J*rJV*7A^nYf^77^ - (ftaft^^^/'^^ 
^-NMR (400MHz, CDCls) 

5: 1.48 (s, 9H), 2.95 (t, J=4.8Hz, 4H) , 3.62 (t, J= 4. 8Hz, 4H) , 7.10-7.16 (m, 
2H), 7.18 (dd, J= 8.0, 1.6Hz, 1H), 7.33 (ddd, J= 7.2, 7.2, 1.6Hz, 1H). 
[0 2 0 4] 

(4 e) 

4_- \2- (3, 3, 5, B-t^^f^y^P^^t-l-x -JV) ^ 
=7=jy- 1 -ii)^i£yW. t -7f;V^7xf^ 
[0 2 0 5] 



tBfiE# 2004-3101242 



mm 2003-434312 



^-v ! 107/ 



[ft 8 0] 




mm (4d) ^WM^i^tz4 - (2 - h V yfr*u* ? >^jv*^t^y7x-;v 
) kf^7 v> — 1 - t ( 6 . 1 6 g, 15mmol^Mi 

^1 (4 b) t*M$^c4, 4, 5, 5-ff7^f;V-2 - (3, 3, 5, 5-rf7 
* f ;Vv7 1 ;v) [l, 3, 2]yt^t'f D7> (4. 6g, 17. 4 

1 mmo 1 ) > H*3 A,I£# U -7 A ( 3 . 2 g, 1 5 mm o 1 ) > 1 , 

^ (6 0mL) Rtf*. (3mL) O&^fcMSHSifie*. IStft^L^o *(0^m\~ 
(h'J7x-^W7^) /<?^A (0) (1. 7 4g, 1. 5 mm o 1 

Rj£$e tftBft J- ^ & 7jt £Un £ iti^-b7 0ClL-c jftS 1 0 to £ tKt> 
J H-NMR (400MHz, CDCh) 

5: 1.02 (s, 6H), 1.07 (s, 6H), 1.40 (s, 2H), 1.48 (s, 9H), 2.16 (d, J= 1.6Hz, 2 
H). 2.91 (t, J= 5.2Hz, 4H), 3.51 (t, J= 5.2Hz, 4H) , 5.50 (t, J= 1.6Hz, 1H) , 6.97 

(dd, J= 8.0, 1.2Hz, 1H), 7.01 (ddd, J= 8.0, 8.0, 1.2Hz, 1H) , 7.09 (dd, J= 8.0, 
1.6Hz, 1H), 7.20 (ddd, J= 8.0, 8.0, 1.6Hz, 1H) . 



1_- \2- (3. 3. 5, 5-f fy^W^P^f-l-^) 7 



ii« (4e) T?»3t$tL7t4-[2- (3, 3, 5, 5 - f f 7^f ^v^nA^t 
_ 1 ;V) 7x-^]^?y>- 1 -*^>it -T'f^fA' (1 • 78g 

4. 4 7 mmo 1 ) . h V ^/u^nR^ (5mL, 64. 9mmol) 'BlXFVI? nn^ 
V> (15mL) 0?I^^^^8B#r B l2 O^flBSLfco 

RjSiS^^Mc-C^bft**^ 5 NTKmft-7- h '^AMMittCL/Co ^v^-cf^m 

X H-NMR (400MHz, CDCh) 

(5- 1 03 (s, 6H), 1.07 (s, 6H) , 1.41 (s, 2H) , 2.12 (d, J= 1.6Hz, 2H) , 3.14 (t, J 
= 6.0 Hz, 4H), 3.19 (t, J= 6.0Hz, 4H) , 5.49 (t, J= 1.6Hz, 1H), 7.01-7.11 (m, 3H) 
, 7.22 (ddd, J= 8.0, 7.2, 2.0Hz, 1H) . 



[0 2 0 6 ] 

(4 f ) 



[0 2 0 7] 
[ft 8 1 1 




H 
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! 108/ 



NH©1 Hli#5g"C#***ofc 0 
[0 2 0 8] 
(4 g) 

1 _^^_4- [2- (3. 3. 5, 5-f f7^;Vy^^ -l-x-JV) 7 



Hlft-W (4 f)'"C»*StL^l-[2- (3, 3, 5, 5-n7^)^D^t 
- i -j^.=.;v) 7x-;V] tf^7y> ( 1 5 Omg, 0. 503 mmo 1 ) „ n-^f-^V 
T/Wft K (0. 0 9mL, 1.0 1 1 mm o 1) Prf7t Fn77> (7mL) O 
?S^^S^tr>VT-feh d rV7K*4bi5d«^>V (2 7 0mg, 1. 274 mmo 
1) £RnR(0. 0 3mL, 0. 5 2 4 mm o 1 ) =lrJli^inx.7Co 

dyF^77^- (^^^;i//^^r-9->) tigLtl-7*f^-4- [2- (3, 3 
1 H-NMR (400MHz, CDCh) 

d- 0.93 (t, J= 7.2Hz, 3H), 1.02 (s, 6H) , 1.07 (s, 6H) , 1.34 (tq, J= 7.2Hz, 2H) , 
1 40 (s, 2H), 1.48-1.55 (m, 2H) , 2.17 (d, J= 1.6Hz, 2H) , 2.35-2.39 (m, 2H) , 2.5 
5 (brs, 4H), 3.02 (brs, 4H) , 5.51 (t, J= 1.6Hz, 1H) , 6.96-7.02 (m, 2H) , 7.07 (dd 
, J= 7.2, 1.6Hz, 1H), 7.19 (ddd, J= 8.0, 7.2, 1.6Hz, 1H) . 

[0 2 10] _ 

U tMUfrfrW 1 2 4 m g $&&#Fi£ LT#*r 0 
MS m/e (ESI) 355 (MH + ). 
[0 2 11] 

(#g»J5) ^ 
1 _^^n-7°n^;v^f-;v- 4 - [2jz (3, 3, 5, 5-r >7^f JVyyP^t- 

[0 2 12] 
UtS 3] 



^ (4f) t«W:l - [2- (3, 3, 5, 5-ff7^^nAH- 



[0 2 0 9] 
I-ftS 2] 





tBiE# 2004-3101242 



mm 2003-434312 



: 109/ 



y^~)V] tf^9v> (4 0mg, 0. 13 4mmo 1) ^y^n7'o;ry 
H )V^)VTK K (1 4//L, 0. 187mmol) 35.r>*7=- h5tKP77> (3 m L) <Z> 
fi.^^^fa-t? 1 V T^r h^-SoMMtlS"}*'*- > U ^ (3 4mg, 0. 16mmol) 
fcffcBfc (8/uL, 0. 14 0mmol) ^JHI^Px.^o 

-4- [2- (3, 3, 5, 5-r^if^>^^t-l-i^) 7 H° 
^7y>3 8mg^;o TL CCBWtofcfcBU JBlTO*f^*ff o^o 

Dnx-T^* > b U ^S^Iltllft^ 3 5 m g Sr&rfefeU fc 
MS m/e (ESI) 353 (MH + ). 
[0 2 13] 

6 ) _ 
1 -T2 -(4. 4 -yxf)Vy7nA3pyjV)- 5 - fjry7x^)kl-4 -(rf7t:F 

ntf7> / -4-^^^f-^)^^7y> j&M 
[0 2 14] 
[tt8 4] 




4, 4 — yxf ;v- 2 — n^-tr; > 
[0215] 
Ut 8 5 ] 




: Michael E. Flaugh, Thomas A. Crowell, and Diane S. Farlow, J. Org. Che 
m. , 1980, 45, 5399. 
[0 2 16] 

(6 a) 

4, 4-yxfjVy^nAJrt;> 
[0 2 17] 
Ufc 8 6 ] 




4f 4 _y z ^_2->^n^-fe>' > (lg, 6. 5 7mmol) , 10%^7^7 
A *-5i?> (6 0mg) > ^±t)tixf;v (l 5mL) O^tJ^HI&^fflV^T'i'EET 
£»T 2 6 B#W7jC*«l Lfco 

^I^IUct, H^SETIIU, g«ft#»©«ffiS*7 2 Omg^i 
1 H-NMR (400MHz, CDCls) 

mtiE# 2004-3101242 
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: 110/ 



§ : 0.85 (t, J= 7.6Hz, 6H), 1.43 (q, J= 7.6Hz, 4H), 1.65 (dd, J= 7.2, 7.2Hz, 4H 
), 2.31 (dd, J= 7.2, 7.2Hz, 4H). 
[0 2 18] 

(6 b) 

[0 2 19] 
lit 8 7 ] 



Uttffll (6 a) -CSldt§tL^4, 4-yifiVy^nAart; 7 (7 2 0mg, 4. 6 7 
mm o 1 ) ©Mr b5t K0 7 5>»8t (2 OmL) K^^T^^-T-fe 

1 7 o^Jern^spu m#b/co *o#ifcfc, tf^ (f^f;^W) T 5 

K i; A (lMr 1 9 £ Fn7 7>Sil, 5. 6 m L , 5. 6 mm o 1 ) Sr^* i-vST 

^>>f§K) (1. 75g, 4. 9mmol) * in Ifc* l-£ift$"C#ffl.3 

2 7Bf^»U^o 

SMMfc'frW 7 1 0 m g * fffe^^ tU#f; 0 
J H-NMR (400MHz, CDCla) 

S: 0.80 (t, J= 7.6Hz, 6H), 1.21-1.40 (m, 4H), 1.55 (t, J= 6.6Hz, 2H), 1.95 (dt, 
J= 4.0, 2.8Hz, 2H), 2.25-2.30 (m, 2H) , 5.63-5.66 (m, 1H). 
[0 2 2 0] 

(6 c) 

2- (4, 4 -y'xf;Vy7 n^-fr- 1 - J.-;y) -4, 4. 5, 5 - 7 - h ~7 ^ 
r 1 . 3 , 21 yt^^P7> 
[0 2 2 1 ] 
lit 8 8] 



S*y&#U (6 b) TtK&SfLfc h V -7;V^-n^ * >^;V*>f4 , 4-yWy^nA 
1 -x^;vxxr;v (5. llg, 17. 8mmol) O^HV|»(6 0m 
L) Vf X (tf^-39-1) y Ji? n > (5. 2g, 20. 5 mm o 1 ) , 1, 1 ' - tT 
7, C;7x-m7^) 7in*>y7nn/^y^ (II) -Jpuujfyny 
7*1/7^ (5 8 0mg, 0. 71mmo 1) , ^1 Of^Bft* V ? A (5. 3g, 53. 
5mmol) SrJn*. Tfl.fi 9 0 < Ct? 4 H#ffi^Lfc 0 

?>r- (im^^v/^^) tiSLtis^ft4. 1 6 g srefeitut lt#^ 



^-NMR (400MHz, CDCh) 

5 : 0.76 (t, J= 7.6Hz, 6H), 1.13-1.37 (m, 18H), 1.84-1.86 (m, 2H) , 2.05-2.10 (m 
, 2H), 6.48-6.50 (m, 1H) . 





[0 2 2 2 ] 



ffiiE#2 004-3101242 



mm 2003-434312 



^-v: 111/ 




4_ 7 ' 0t _3_ - fn7-V- ;V ( 2 g , 8. 6 2 mm o 1 ) ^ ^Jt^ll (6c) "C$!Blt 
$tL/c2- (4, 4 -yif^Vi' u^*y-- 1 - J.-;V) -4, 4, 5 L 5-f f 9^ 
[1 , 3 , 2] y*^W5> (2 . 7 g, 10. 3 mm o 1 ) > AM* 'J * 
A ( 2 . 7 g . 13. Ommol),iJ:lFl, 2-^ (2 0mL) , O 



1^ 



0. 4 3mmo 1) SrflniLfco ^fi(7)M^WS8 0 2 6 B# 



0) (0. 5 g 



(m, 6H), 1.87-1.94 (m, 2H) , 2.14-2.20 (m, 
7.04 (dd, J= 8.4, 2. 8Hz, 1H), 7.16 (d, J= 



^-NMR (400MHz, CDCh) 
8: 0.82 (t, J= 7.2Hz, 6H) , 1.22-1.54 
2H), 3.84 (s, 3H), 5.48-5.54 (m, 1H) , 
8.4Hz, 1H), 7.29 (d, J= 2.8 Hz, 1H). 
[0 2 2 4 ] 
(6 e) 

2 - (4 , 4 - yxf jVy^nA^f- i-j^-;v)-5-^ h v V j. ~ JV7 § > 
[0 2 2 5] 

Kb 9 0 ] 




Hi&CT (6d) T?«&3*Lfcl- (4, 4- v^f-^v^n-s^r^- 1 -^~;V) -4- 
p<l^v-2--ln^>-tr> (2. 4 g , 8. 3mmol) c7)^y-;V (20m L 
) ifrifc^ 4S<bT >^E — ^ A (2. 2 g, 4 1mmo 1) (5mL) > £ «£ 

» (1. 2 g, 2 0. 7mmol) fcjnx.fl.fi 9 0 *C"C 1 fifW«# Lfco RJCd** * 

iH-NMR (400MHz, CDCh) 

S ■ 0 82 (t, J= 7.2 Hz, 6H), 1.21-1.56 (m, 6H) , 1.92-1.96 (m. 2H) , 2.16-2.22 (m 
, 2H), 3.75 (s, 3H), 5.61-5.65 (m, 1H) , 6.24 (d, J= 2.8Hz, 1H) , 6.29 (dd, J= 8.4 
, 2.8Hz, 1H), 6.87 (d, J= 8.4Hz, 1H) . 
N H 2 <£> 2 H\±Wfe"C%%:frvtZo 
[0 2 2 6] 
(6 f ) 

! _ p 2 — ( 4 . 4 -y'^f^y^ n^^-fr- 1 - j^— 5 - ^ l^->-7^~ 

mm<W 2004-3101242 



mm 2003-434312 



^-v: 112/ 



[0 2 2 7] 

m 9 1 1 




,o. 



H 



(6e) T?5!^£2*L?c2-(4, 4-v^;Vv^n^-^-l-^-;V)-5-^ 
. Y^-^y ^-)V7 <y (2. 6 g, lOmmol) > ^ (2-^nnxf;i/) 75 >3fi 
(2. 2 g, 1 2mmo 1 ) Ol, (1 OmL) 2 1 0 

^ y) tiiLt ^mib^n? i . 4 g * m&mvtm tLxntzo 

^-NMR (400MHz, CDCh) 

S: 0.82 (t, J= 7.2Hz, 6H), 1.22-1.52 (m, 6H), 1.90-1.96 (m, 2H) , 2.38-2.46 (m, 

2H), 2.78-3.04 (m, 8H) , 3.79 (s, 3H) , 5.61-5.66 (m, 1H) , 6.50 (dd, J= 8.4, 2.8Hz, 

1H), 6.52 (d, J= 2.8Hz,lH), 6.99 (d, J= 8.4Hz, 1H) . 

MS m/e (ESI) 329 (MH + ). 
[0 2 2 8] 

(6g) 

1 - r 2 - (4 , 4 - y'xfjVy^nAjrt - 1 -z. — fr)- 5 - * f^y7x-JV|-4-( 

[0 2 2 9] 
HE9 2] 



mmm (6 f ) -e®it^tL^i-[2-(4, 4 1 -^~ ;v)_ _ 

5_^^^ 7l -;!/]^ 7 i;> (9 0mg, 0. 2 7 mm o 1 ) <Dt Y v t Ko 7 7 
y (10mL)», f>7tFnt°7>-4-*^;VftK (3 7mg, 0. 3 
2mmo 1) s 7 ^ Y yy^m^mv mi- ^ (87mg, 0. 4 lmmo 1 

) BB£(3 2mg, 0. 5 7mmol) ^jlll^Jnx^^-t? 1 B#I^ 3 0 ^WL/io K 

*^«7A^nv Ytfyyj - {WW.^^/^^^ y ) tilLl-[2-(4, 
4 -=j^)\,y? u^^-^T- 1 -^^;v)- 5 -* f^y7x-JV]-4-(r 1 9 Kn 
l ; ry _4_^Mf^)^7y>5 0mg^ ^"feM^c® t L T#£ 0 
1 H-NMR (400MHz, CDCh) 




ffiiE# 2004-3101242 
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^-v: 113/ 



d -0.82 (t, J= 7.2Hz, 6H), 1.40-1.94 (m, 13H) , 2.22 (d, J= 7.2Hz, 2H) , 2.35-2. 
58 (m, 6H), 2.94-3.18 (m, 4H) , 3.38 (td, J= 12, 2.0Hz, 2H) , 3.77 (s, 3H) , 3.90-4 
.00 (m, 2H), 5.59-5.64 (m, 1H) , 6.47 (dd, J= 8.4, 2.8Hz, 1H) , 6.51 (d, J= 2. 8Hz, 
1H), 6.97 (d, J= 8.4Hz, 1H) . 

[0 2 3 0] _ 
# h £ WW.*- ^ L > 4 Ntttfit^t^^m^iDx. 1 5 

litiai) 5 0 m g Sr^H-feS^t LT#fc 0 

MS m/e (ESI) 427 (MH + ). 
1 0 2 3 1 ] 
( 6 h ) 

1 - f 2 - (4 . 4 -yxf jVy^PAjry^)- 5-^ >^V7x^^l- 4 -(f h 9^ K 

[ 0 2 3 2 ] 
UK 9 3] 



(6g) -C-lj|$^l-[2-(4,4-yxf^y^nA^t-i-x_;y)-5 

3 4 mg) ^7-;V (5mL) »8Efc 1 0%^55")A*-#> (1 0 Omg) fctP 
x.7K«#H^T\ »TM 3B#F^«^Lfc 0 RJ&ifc**^ b^IfCjllU 

^-NMR (400MHz, CDsOD) 

8 : 0.82 (t, J= 7.2Hz, 3H), 0.83 (t, J= 7.2Hz, 3H), 1.20-1.82 (m, 17H), 2.16-2. 
28 (m 2H), 2.86-2.96 (m, 1H) , 3.10-3.36 (m, 6H) , 3.48 (td, J= 12, 2.0Hz, 2H) , 3. 
68 (d, J= 7.2Hz, 2H), 3.77 (s,3H), 3.98 (dd, J= 7.2, 4.0Hz, 2H) , 6.72 (d, J= 2.8 
Hz, 1H), 6.74 (dd, J= 8.4, 2.8Hz, 1H) , 7.20 (d, J= 8.4Hz, 1H) . 
MS m/e (ESI) 429 (MH + ). 
[0 2 3 3] 

mmm d , A ^ r 

1 _^^; V -4- 12- (4 - t - ^f JVy^PA^rf - -4- (4-^h 

[0 2 3 4] 




mfiE#2 0.0 4-3101242 



mm. 2003-434312 



s*--J : 114/ 



lit 9 4 ] 

OCH 3 




(7 a) 

[0 2 3 5] 
[ft 9 5 ] 

OMe 



HC1 




4 _ t pn^ylf^'Ji;>-l-*;v#>it-yf;V^r^ (2 5. 5 g, 12 7m 
mo 1 ) ^^tRx f7^Fn77> (lOOmL) b/7f JV*;^7 5 K (40mL) 

oii^tSt-Snx-^o f*^l#i^ s ^, ^^^or^^iPL^o M^t, tR« 

iti- HJ-7AW6 0 %Vfi'l7c!l?itJ ( 7 . 6 g , 19 0 mm o 1 ) I' 3 ^-C^Px. tz 

ft^^;v (9. 5mL, 15 2mmol) Oi*f Kn77> (2 0mL) 

f;ht)U7? K (5mL) cofl^W^ - WSJfcifc'Mfc* 2 0 ^IWTSn^feo 

i^JlifitttBftJ.^^ (2 0 0mL) ^JJDx., 0°C^?t*PU »Lf: 0 S^T4NSft 
7K»M-^^^V#?W (1 0 OmL) £|&^~1 O^l^tlPx/iiL ^3;-C^o< *) 

$ ^^ai*JfiOf^m^^^^*nx.> *ffflL7cia#:^»JL, iSTKf bt, HMft^% 
1 7 . 0 g ^4Sfe|± H B H fc LT#7c 0 
^-NMR (400MHz, CDCb) 

5:1.95-2.02 (m, 2H), 2.05-2.15 (m, 2H) , 3.14-3.30 (m, 4H) . 3.32 (s, 3H) , 3.52-3 
.57 (m, 1H). 

NH© 1 Ht±#Jg-C# *^o7^o 
[ 0 2 3 6] 
(7 b) 

[0 2 3 7] 



{±J|E# 2004-3101242 



mm 2003-434312 



: 115/ 



[lb 9 6] 




N0 2 

MMffl (7 a) -C»3&S*L;fc4 h+i/tf^V i^aMfctt (9. lOg, 6 0. 0 1m 
mol). 5--7;V^-n-2- — fn7x/-;V (6. 91 g, 43. 9 8 mm o 1 ) is 
iyfy^ f;^;VA75 K (1 2mL) OS^WfcfflfcaCSE^iJWLfco RJ&iSfc > V ^ 
f;V7< > (15. 24mL, 109. 95 mmol) SriUlx^ »8 0"C-e3H#H3 0 

KB®., KlBWL {z.mmmt 7 > * - ? A £ «^ f^-Vit^x-r^ 

L"C«e<t^3 7. 3 6 g^feMiHt LT#/c 0 
J H-NMR (400MHz, CDCls) 

5:1.60-1.68 (m, 2H). 1.83-1.90 (m, 2H) , 3.26 (ddd, J= 13.2, 8.0, 3.6Hz, 2H) , 3. 
32 (s, 3H), 3. 42-3. 47 (m, 1H) , 3.62 (ddd, J= 13.2, 7.6, 3.6Hz, 2H) , 6.24 (d, J= 2 
.8Hz, 1H), 6.36 (dd, J= 10.0, 2.8Hz, 1H) , 7.87 (d, J= 10.0Hz, 1H) . 
OH(D 1 Hii#^T^ ftfrotzo 
[0 2 3 8] 
(7 c) 

fU7iVtn^3'>^iV* >@£ 5- (4-^ If ^ V v > - 1 - 4 ;v) - 2 - - > n 

•7 i-jViXr^ 
[0 2 3 9] 
Ut 9 7 ] 



OCH3 




O F 
O-S-H— F 
N0 2 O F 

mnn (7b) -cswtstLfc 5 - ( 4 - ^ h * -> t?^ v v > - 1 - >r ;v) - 2 > n 7 

(2. 35g, 8. 16 mmo 1 ) . h 'JxfA/T 5 > (5. 7mL, 40. 9 
mmo 1) Si^nn^v (5 0mL) 0?l^£7K7K^*PTii#U bV7fl/t 
* >X)V^>WkM^^} (2mL, 12. 24mmol) Kl 5 ^"CiTL, RI 

*#T^ 1 0»Lf; o 

^-v) T?»»LT««<k'fr'»3 . 2 7 6 g LT#£ 0 
X H-NMR (400MHz,- CDCls) 

5:1.66-1.74 (m, 2H), 1.84-1.92 (m, 2H), 3.27 (ddd, J= 13.2, 7.6, 3.6Hz, 2H) , 3. 
23 (s, 3H), 3.47 (m, 1H) , 3.58 (ddd, J= 12, 8.0, 3.6Hz, 2H) , 6.54 (d, J= 2.8Hz, 

ffilE# 2004-3101242 



#fl 2003-434312 



116/ 



1H), 6.72 (dd, J= 9.6, 2.8Hz, 1H), 8.07 (d, J= 9.6Hz, 1H) . 
[0 2 4 0] 

( 7 d ) 

2 - (4 - t -^'^;i/v^ p^x^-fr- 1 -4. 4, 5. 5 --r h 7 ■* •f-JV- [ 

1 . 3, 21 yt^t^P?^ 



m&m (2 a) -esiBts*^ 1 V7;vtn^ r/^;v*>14 - t -yf^^n^t 
- i -i-^xxr;v (5 0. 5 g, 19 2. 1 mmo 1 ) K, (^t37-h) v 

#n>(5 6. lg, 2 2 0. 9 mmo 1) . 1, 1 ' - * * (y7x-^7^) 
7xn-b>y7nn^7V7A (II) y7nn^vDV7"1^7^ (4. 8 8g, 3 
9 8 mm o 1 ) > U 9 ^ (56. 6g, 576. 3 mmo 1 ) 

(4 0 OmL) *Uax.X9VM.S 0*CT? 1 6«fWil#Lfco 

. 9 7 g «r^H-feH#fc LTftfc, 
X H-NMR (400MHz, CDCh) 

5: 0.85 (s, 9H), 1.00-1.43 (m, 14H), 1.78-1.90 (m, 2H), 1.98-2.17 (m, 2H), 2.24 
-2.32 (m, 1H), 6.59 (dd, J= 2.0Hz, 1H) . 



1 — T 3 — (4 - t -7*f-;w>^n-v^-fr- l -^=.)V) -4--fP7x^JVl - 4- 

[0 2 4 3 ] 
m 9 9 ] 

OCH 3 



(7 c) 'T?»at$tLfehy 7^*n> r/X;V^>§5- (4-^^ryM'Jy 
y _ ! _^ ;v) - 2 - — fn7x-]VX7rJl' (3. 276g, 8. 52 mm ol) Ol 

(80mL) SIC> Hifcfll (7d) fttz 2- ( 4 - t 

'-y?-)l>Zs? n-\^f-9-— 1 — j:— ;V) -4, 4, 5, 5-Th7^f^-[l> 3, 2]v 
t^f^n^y (2. 478g, 9. 38mmol) , fF5^ (fy7i^V*^7 
^y) A777A (0) (4 9 2mg, 0. 4 2 6 mmo 1 ) , $5 £ Zf - *) A,Wi* V 
(2. 714g, 12. 79mmol) &Jnx.-C. »9 0 TCt? 2 H#H 3 0 # 

ffiaE# 2004-3101242 



[0 2 4 1 ] 
[4b 9 8 ] 




[0 2 4 2] 

(7 e) 




mm 2003-434312 



t-y : 117/ 



^-NMR (400MHz, CDCh) 

5:0.90 (s, 9H), 1.38-1.43 (m, 2H), 1.64-1.74 (m, 2H) , 1.86-2.00(m, 3H) , 2.13-2. 
33 (m, 4H), 3.21 (ddd, J= 12.4, 8.4, 3.6Hz, 2H) , 3.38 (a, 3H), 3.46 (m, 1H) , 3.6 
7 (ddd, J= 11-2, 7.2, 3.6Hz, 2H), 5.57(t, J=2.4Hz, 1H) , 6.54 (d, J= 2.8Hz, 1H) , 
6.72 (dd, J= 9.6, 2.8Hz, 1H) , 8.07 (d, J= 9.6Hz, 1H) . 



2 - (4 _ t - yf jyyjy p/\^t - 1 - -4- (4-^Ky^'J-/>-l 

[0 2 4 5] 

Hkioo] 

OCH 3 



#£6fc08 (7 e) 'T*BS3*iifcl - [3- (4 - t 1 - 

4-^hD7x-Jl'] - 4- ^h^v If ^ 'Jy> (1. 8 7 g , 5. 0 2 mm o 1 ) > 
{fcT>^r~<>A (9 3. 6mg, 1. 7 5 mm o 1) , 3-9 J -lb (30mL) -7jC (1 
OmL) *l^igf£i3 .£ ( 9 8 1 m g , 17. 57mmol) fcjg^cflllx."^ mM% 

m^w-M. 90^2 ^wa»i<:. 

W>^^7A (3 0mg, 0. 56mmol) , t« (3 0 0m 
g, 5. 3 7mmol) fcflnx., H^ftTl? 3 NfWI 1 5 fr$ffi Ltz a 

u -e- tt *■ m^mmi- y u * a Tie* l fc e r«3W * a* l , Mm * ^jetii l # 
lt t - 7*f it nsMi 1 . 1 5 5 g*mm&mfatLxmz 



1 H-NMR (400MHz, CDCh) 

5:0.90 (s, 9H), 1.24-1.42 (m, 2H), 1.66-1.76 (m, 2H) , 1.90-2.06 (m, 4H), 2.14-2 
.24 (m, 1H), 2.28-2.32 (m, 2H) , 2. 72-2. 80 (m, 2H) , 3.26-3.37 (m, 3H) , 3.37 (s, 3H 
), 5.75 (brs, 1H), 6.63 (d, J= 8.4Hz, 1H) , 6.67 (s, 1H), 6.71 (d, J= 8.4Hz, 1H) . 
NH 2 02 Htt#j£-C§fc:fro;fco 
[0 2 4 6] 

(7 g) . , . 

1_ \ 2 - (4 - t P^^r^-- 1 -J^JV) -4- (4 -* h 3^>fc^U ^ 

> - 1 - ^ ;v) 7i^jH if ^ 9 y > 



[0 2 4 4] 

(7 f ) 




[0 2 4 7] 



ffiSE# 2004-3101242 



mm 2003-434312 



^-v: 118/ 



Mb i o i ] 




och 3 



H 



mmm (7 1) x-mmztifc 2 - (4-t-7 , f;i'y^DA^t-i-xxjv) -4- ( 

^i/tX'Jy'V-l-^l') 7x-;V7?> (1. 1 5 5 g , 3. 3 7mmol 
) <D1, 2 -v^ nn^^ >m$. (1 5mL) tf ^ (2-^nnxf)k) T^/t 
fg (7 2 2 mg, 4. 04mmol) ^UUk., B^%M^9]-U 2 0 0 °C"e«# L^o 

jRv^-C^aftJ-^-^fc^*^^ 9 S-AsZtiax-fco t«i**JRU -g-tL^^TKW^ h V 
* A L o S£«#] * L . mM £ «JET«» t o # *t/s»aE * N H v V ii y 

•fe5#J:Ltl-rf;V-4- [2- (4-t-/fiVv^n^f-l-i-^) -4 
: H-NMR (400MHz, CDCls) 

5:0.84 (s, 9H), 1.12-1.32 (m, 2H) , 1.58-1.66 (m, 2H) , 1.80-1.98 (m, 4H), 2.08-2 
.16 (m, 1H), 2.28-2.40 (a, 1H) , 2.59-2.62 (m, 1H) , 2.76 (td, J= 12.0, 2.8Hz, 4H) 
, 2.83-2.91 (m, 6H), 3.22-3.28 (m, 1H) , 3.3l(s, 3H), 3.36-3.42 (m, 2H) , 5.63 (t, 

J= 2.4Hz, 1H), 6.67 (d, J= 3.2Hz, 1H) , 6.70 (dd, J= 8.4, 3.2Hz, 1H) 6.81 (d, J= 

8.4Hz, 1H). 

[0 2 4 8] 

(7 h) 

1 ;y- 4 - [2- (4 - t -^■f-^Vv-y' n^^-fr- 1 -x~;V) -4- (4-^1 

[0 2 4 9] 
Kb 1 0 2 ] 



4- (4-^Ry^'Jy>-l-^0 7xi^]^5^/ ( 1 0 0 m g , 0. 2 

ffi§E# 2004-3101242 




OCH 3 



mm. 2003-434312 



^-v! 119/ 



4 3mmo 1) Of b7t Kn7 9>i» (3mL) fc N n-yfiVTiVftF (0. 0 
281mL, 0. 316mmol), T-tr h ^^3jc*^t5 ? 1 V >7 A (8 7. 1 
m g , 0 . 3 16 mm o 1 ) *5 «£ U^gfe (0. 0267mL, 0. 466mmol) *tJD 
x., ^S-C 4 B#H 3 0 7>» L fc„ 

til LT t - 7*f ;HfMiO 7 * 5 #t Lt 1 - JV - 4 - [2- (4 - t 
-T'f^y^ n^s^^j-- 1 -.x.=. ;v) -4- (4 h^v'fcf^V 1 — W fr) "7 ^ 

f^7y V 1 0 3mgl:iWi: LT#/c 0 
X H-NMR (400MHz, CDCh) 

5:0.91 (s, 9H), 0.94 (t. J= 0. 8Hz, 3H), 1.18-1.39 (m, 4H) , 1.48-1.60 (m, 2H), 1 
.64-1.74 (m, 2H), 1.86-2.06 (m, 4H), 2.14-2.23 (m, 1H) , 2.30-2.42 (m, 3H), 2.47- 
2.60 (m, 4H), 2.66-2.74 (m, 1H) , 2.78-2.86 (m, 2H) , 2.89-3.06 (m, 4H) , 3.28-3.35 
On, 1H), 3.37 (s, 3H) , 3.41-3.48 (m, 2H) , 5.69 (brs, 1H) , 6.73 (s, 1H) , 6.76 (d 
, J= 8.4Hz, 1H), 6.89 (d, J= 8.4Hz, 1H) . 



ztizmm.^?-^ (3mD i~mML, 4 ^mt^m^m^^u (0. nmL, 0 

. 4 4 mm o 1 ) %Mz.ti 0 

MS m/e (ESI) 468 (MH + ). 
[0 2 5 1 ] 

mmm 8 ) 

l--/^;i/-4- [2- (3. 3. 5. 5-f f7^fJl/v7n^y;v) y x. — fc'] tf 

[0 2 5 2 ] 
[£10 3] 



(8 a) 

4- [2- (3, 3, 5. 5-f h7PifiVy^PAjry;U) 7ji~;H £°^7V>--1 

[0 2 5 3 ] 
Mb 1 0 4] 



mmm u e ) -c*jt$*t^4- [2- (3, 3, 5, 5-fH^f^y^A3ft- 

l_^-;V) t^7V> - 1 - *JV^ySt - Wi7f ^ (3. 8 7g, 



[0 2 5 0] 





2004-3101242 



mm 2003-434312 



^-v : 120/ 



9 . 7 1 mm o 1 ) > 10 A*-^ (2. 3 g) , * >? J - )^ (25mL) 

, rh7^Fn77> (2 5mL) (Dm&® fcMTJSM&fcJB HtffiT? 2 2 H#|« 3 0 53- 

ETawaa. tR«ft-6*ofi&j&i» 3 . 8 3 g *mn&-mmtLxmz 0 

^-NMR (400MHz, CDCh) 

*: 0.92 (s, 6H), 1.12 (s, 6H), 1.12-1.47 (m, 6H), 1.49 (s, 9H), 2.83 (brs, 4H), 
3. 50 (brs, 4H), 3.59 (tt, J= 12.4, 2.8Hz, 1H) , 7.07 (td, J= 7.6, 1.2Hz, 1H) , 7.1 
0 (dd, J= 7.6, 1.2Hz, 1H), 7.16 (td, J= 7.6, 2.0Hz, 1H) , 7.24 (dd, J= 7.6, 2.0Hz 
, 1H). 

MS m/e (ESI) 401 (MH + ). 
[0 2 5 4] 

(8 b) 

1- T2- (3, 3, 5, 5-f ^^Wj'P^^) -7^;v] tf^7 7> 
[0 2 5 5 ] 
[ftl0 5] 



(8 a) mWtStLfc 4 - [2- (3, 3, 5, 5-fl«5^f^nA+^ 
;V) ^^^;v] f^7i^^ - 1 - t - 7"f JV^f ;V (9. 7 9g, 2 4. 4 

4mmo 1) . HJ7Mnft» (2 5mL, 3 4 6 mm o 1) ^v^un^ (5 

0 m L) (DM^ZMUX- 0 L fee 

9 4 g fcflfrfeig J, t LT#7t 0 
X H-NMR (400MHz, CDCls) 

5: 0.94 (s, 6H), 1.11 (s, 6H), 1.13-1.44 (m, 6H), 3.17 (brs, 4H) , 3.35 (brs, 4H 
), 3.47 (tt, J= 12.4, 2.8Hz, 1H) , 7.09-7.20 (m, 3H), 7.21 (dd, J= 8.0, 2.0Hz, 1H 
). 

NHCO 1 Hli^-el&i^ofco 
[0 2 5 6] 

(8 c) 

1 4 - \2 - (3, 3, 5, 5 -7- h v^f-fr*/* u^l/fr) M 




H 



[0 2 5 7] 



mSE# 2004-3101242 



#11 2003-434312 



^-s>: 121/ 



lit 1 0 6 ] 




• HCI 

(8b) '-caH&SfLfc 1 - [2- (3, 3, 5, 5-ff7Wy?nM-> 
;v) tf^9 v ^ (300mg, 1. 00 mm o 1) >7t Fn77> ( 

2 0mL) itC, n-^fiVT^ftF (10 7mg, 1. 4 9 mm o 1 ) ^ h V T 
•b h v^KIt^ d*^"! 1 ;^^ (420mg, 1. 99mmo 1) ^ is i O^Sfe ( 6 

0 m g , 0. 99mmol) MUX 1 3 3 0 frm&Lfco W. 

Hv l J*7 I ^*7A7nvh^77'f- (Itm^^^/^T 9 ^ y) T'jftmLT 1 -/f;v 
-4-[2-(3,3,5,5-f h 7^f*y^A^ y ;v)7i-JV] fcf^v 2 7 0m 
g £^Jt£i(M£t/ tuft 

^-NMR (400MHz, CDCh) 

8 : 0.92 (s, 6H), 0.94 (t, J= 7.2 Hz, 3H), 1.12 (s, 6H), 1.20-1.60 (m, 10H) , 2. 
37-2.41 (m, 2H), 2.40-2.92 (m, 8H), 3.57 (tt, J= 12.4, 2.8 Hz, 1H) , 7.03-7.08 (m 
, 1H), 7.09-7.16 (m, 2H) , 7.19-7.22 (m, 1H) . 
[0 2 5 8 ] 

Z.iv*V?uu* ? y (5mL) ^y#$PU 4 N^b7fc*I^m^^-^'« (0. 2 1mL 
, 0. 8 3mmo 1) SrtJUx-^&t? 3 0^«#L/c o R«Ov#$f U *IM 
ft^cOffiMt/ 2 9 0 m g £}«-feH#t UHft. # *L7t3gj££% ( 2 9 0 m g ) 
icf^m^f-;v (3 OmL) Srijnx-^-mi 0 0 "CC 2 f$Kt£#L^Ki§fl|£-*;fco 

, gfii-et^c^L2 iB#F^ti#Lfco m Ltzm.mM^^Mvxmm^m 2 3 5 

m g £«lM h h h t LT#fco 
^-NMR (400MHz, CD3OD) 

«? : 0.96 (s, 6H), 1.03 (t, J= 7.2Hz, 3H), 1.18 (s, 6H), 1.18-1.52 (m, 10H), 1.7 
2-1.81 (m, 2H), 3.10-3.75 (m, 8H) , 3.56(tt, J= 12.4, 2. 8Hz, 1H) , 7.13-7.20 (m, 3 
H), 7.26-7.29 (m, 1H) . 
MS m/e (ESI) 357 (MH + ). 
[0 2 5 9] 

mmm 9 > 

1 uy'u 4 - [2- (3, 3. 5. 5~7>7^f ^v^nA^yjv 
) -7 j. — ;v] E° ^ 7 v *U$lJl 

[ 0 2 6 0] 
[ftl0 7] 




HCI 



(8 b) "ei^i^tLfc 1 -[2 - (3, 3, 5, 5-f 
) 7x^V]h>7^> (2 0 0mg, 0. 6 6 6mmo 1) b7tKn77>ift 

mSE#2 004-3101242 



mm 2003-434312 



: 122/ 



(4mL) y ^ n ;r/ * ;V;^Vf t F ( 7 0 m g , 0. 9 9 9 mmol) 4: in*. 
TlSt5»l/:o <D KfBW. ^ f 'J 7-b f^P VTlC^lfc ti^t f 'J (2 8 2 m 
g, 1. 3 3mmo 1) *llDx5»L/:^ M (0. 0 3 8 mL, 0. 666 mm 
o 1) gi&T?2B#HtJ£#L7to 

W;^i^NHvV*^>*7i^nv^7 7^- (H^r.^/^?"* >) till 
Tl-y^n7'ne;Mf;V-4-[2-(3, 3, 5, 5-f f9>W^o^^ 

t^7V> 1 8 2 m g ^iE-fel§ H H H UUfco 
J H-NMR (400MHz, CDCh) 

5: 0.12-0.16 (m, 2H), 0.52-0.56 (m, 2H), 0.88-0. 96 (m, 1H). 0.92 (s, 6H), 1.12 ( 
s, 6H), 1.13-1.45 (m, 6H) , 2.32 (d, J = 6.4Hz, 2H), 2.70 (brs, 4H) , 2.95 (t, J 
= 4.4Hz, 4H), 3.60 (tt, J = 12.4, 2. 8Hz, 1H) , 7.04-7.08 (m, 1H) , 7.11-7.14 (m, 2 
H), 7.20-7.22 (m, 1H) . 
[0 2 6 1 ] 

Z.<D4k& ! & ( 1 4 7 m g , 0. 415 mm ol) *V9uu*9> ( 3 m L) CiUL-T 
, Z<DU&iy0Km^%Mtip-?4: Nm^7X*»^^^^ (0. llmL, 0. 4 5 6 m 
mo 1) fcttlilfco iMtSTl 5«L/:|, WETS* Lfco #<b 

ixtznmmm^^ d 3mD £in;u ^ai o ot:-cib#ii§»u ^izmmz 

MLt, 1 3 4 m g ill fc LT#7^ 0 

MS m/e (ESI) 355 (MH + ). 
[0 2 6 2] 

mmm 1 o ) 

2 - ]4- [2- (4 - t -yfiVy^ nAJryjV) -7^~ jV] \£^? i?> - 1 - 4 W 

[0 2 6 3 ] 
[lb 1 0 8 ] 




(10 a) 

1 — F 2 — (4-t-7'f;Vy^aAiryjV) 7 x. ~;H tf^9 2 ^ 
[0 2 6 4 ] 
[lb 1 0 9 ] 




H 



mnm (2 c) T?*3i£*L;fc2- (4- t-:/^v^n^^>;v) 7x-;vrr/ ( 
8 10mg, 3. 5mmol) ill, 2-^^na^^> (5mL) O?!^/^ If* 
( 2 _^nnai^;l/) 75 (750mg, 4. 2 mm o 1 ) £3JE|X-, 1 R#W 3 0 

2004-3101242 



#H 2003-434312 



^—7! 123/ 



»^7^fVt-7-M LtM^i^IMM 4 2 0 m g fc#fco 
MS m/e (ESI) 301 (MH + ). 
[ 0 2 6 5 ] 
(10 b) 

2 - )4- [2_- (4 - t -rf-^y^n^^r^^) v >- 1 ~-f 

[0 2 6 6 ] 

Mb i io] 



N H • HCI 



O 



(10 a) T?»3fi$tL3tl-[2- (4-t-7W^n^->^) 7*-^] 

ti^7y> (4 0 0mg, 1. 3 3 mm o 1 ) . 2-^nn-N- 

xf^7-bf7^ F (2 0 0mg, 1. 6 5mmo 1) , Rt^'J 7 A (4 0 Omg, 2 
8 9mmo 1) RC^f ^*^A7 5 K (1 5 m L) CD^«« 1 1 5 W 2 B# 

^j^/^^-y) tilt, t -7"f;^>7nAifyJH»y7X7l/tv-^ 
tjhLT2- |4 - [2 - (4-t-7^;Vy^D^dry^) y — ^7^-1 

1 H-NMR (400MHz, CDCls) 

d ■ 0 88 (s, 9H x 0.6), 0.90 (s, 9H x 0.4), 1.10-1.21 (m, 6H) , 1.35-1.48 (m, 2H) 
1 68-1.98 (m, 4H), 2.67 (brs, 4H) , 2.87-2.92 (m, 4H) , 3.06 (s, 2H x 0.6), 3.09 
'(s, 2H x 0.4), 3.30-3.40 (m, 4H) , 7.05-7.22 (m, 3H+1H x 0.4), 7.44 (d, J= 8.0Hz 
, 1H x 0.6). 

t _ ;v y 7 n A^e y ;H|5fi©y 7^ r ^ t t L TifelS B B H©Il 

j[^%4 7 6 m g Sr#;fco 
MS m/e (ESI) 386 (MH + ). 
[0 2 6 8] 

(«H) , _ . , > fll 

2 _ ]4_ [2- (4 - t -7-f-;Vi/^ PA^y^) ^jl — JH HA7y/- l-4)V| 

-i - (if^'j v y- l jv) MBM 

[0 2 6 9] 



mtiE# 2004-3101242 



#fl 2003-434312 



^-v* : 124/ 



Ut l l l ] 




V 

o 



o 



• HCI 



mmm do a) -essagstLfc i -[2 - (4- t-^^^n^*^) 

t'/<7y> (5 0 m g, 0. 166mmol), if^'Jy> - l-'f^T-bf il^^n'J F 
(33mg, 0. 2 0 4 mm o 1 ) , #tS&* V tf A ( 6 0 m g , 0. 4 3 4 mm o 1 ) & 
^^W;VA7 5 K (5mL) co^tl^^Ul 1 5 2 B#H W Lfco 

D7f777^- (^^^;v/^^-9-» -effSW&. t -7^;vv^ n^Jrv;v^fMi 
©yT^fl/iv-i^tLT 2- |4- [2- 

X H-NMR (400MHz, CDCh) 

<5- 0 88 (s, 9H x 0.6), 0.90 (s, 9H x 0.4), 1.10-1.27 (m, 2H) , 1.35-1.46 (m, 2H) 
1.54-1.98 (m, 10H), 2.65 (brs, 4H) , 2.85-2.92 (m, 4H) , 2.94-3.04 (m, 1H x 0. 4) 
\ 3.24 (s, 2H x 0.6), 3.26 (s, 2H x 0.4), 3.35-3.47 (m, 1H+1H x 0. 6) , 3.50-3.58 
(m, 4H), 7.05-7.28 (m, 3H+1H x 0.4), 7.40 (d, J= 8.0Hz, 1H x 0.6). 
[0 2 7 0] 

£ *l £ mm^ f - * k mm t , 4 n JMbtftnw^ ^ ^ « * tra *. £ „ torn®.* **s l 

it)nxT|S H H H ^-amLTmffif£^L, t -7f;Vy7nAJfyjVS»y7^rVtv 

LTlljb^tl 3 7 m g Zm&ffiMi t LTffco 
MS m/e (ESI) 426 (MH + ). 
[0 2 7 1 ] 
(»i?fl 12) 

, >x _4_ ( 4 _ t -^^^y^ p^^yjv) -3- (4 v>- l -4 ;v 

[0 2 7 2] 
[ftll2] 



1- (4 - t - /fjVy^nA^t- 1 -x^;v) -4-^ >+*>-2--bn^^> 




(12 a) 



[0 2 7 3] 



miE#2 004-3101242 



#® 2003-434312 



^-v! 125/ 



[ftll3] 




o. 



UttfU (7d) T?ifii£*i;fc2- (4 - t -T^Vv^tt^^- l -4, 4 
, 5, 5-f f7/fiH [1, 3, 2] yt^t*"n7> (3. 17g, 1 2 mm o 1^ 
) % 1 _^ n ^-4-^h ;3 rv-2--hn^>-tfy(2. 32g, 10mmol),= 
*) A,^# U ?A (4. 8 g, 1 5mmo 1 ) , 1 , 2-V* Y**/^* > (3 OmL) R 
(5 mL) <a»^W*a*&ift+M^**l*L;fco >7^r^ ( h V 7 

1- jV*^7r/) A'7yW (0) ( 5 7 8 mg, 0. 5 mm o 1 ) fcin&fco 2fcV*"C 

BfcgS J- ^ ^ * fin x. fWJIM**^^ MriILTMi§Lfc 0 
1 H-NMR (400MHz, CDCh) 

5: 0.89 (s, 9H), 1.31-1.43 (m, 2H), 1.86-1.95 (m, 2H), 2.13-2.34 (m, 3H), 3.85 
(s, 3H), 5.59-5.61 (m, 1H), 7.05 (dd, J = 8.8, 2.4 Hz, 1H) , 7.17 (d, J = 8.8 Hz, 

1H) , 7. 31 (d, J = 2. 4 Hz, 1H) . 
[0 2 7 4] 

(12 b) 

2- (4 - t -^i/^P^^) - h^ry7x-JV7r/ 
[0 2 7 5] 

Ut 1 1 4 ] 



Hjft$| (12 a) -etSBi^ti^l- (4 - t -Wy^nAH - l -ai~;V) -4- 
^h^i/-2-->n^>-B>' (2. 89g, 10. 0 mm o 1 ) ^ 10%^7V7A* 
(1. 0g) % *9 J-fr (15mL) RVf F7tKn77> ( 1 5 mL) ©I 

^-%^^?aTHfn v *fflv>T^j±-tr 1 2 nm^mmLtzo 



X H-NMR (400MHz, CDCh) 

5: 0.86 (s, 9H x 0.65), 0.89 (s, 9H x 0.35), 1.05-1.46 (m, 4H), 1.58-1.66 (m, 2 
H x 0.65), 1.70-1.81 (m, 2H x 0.65), 1.88-1.98 (m, 4H x 0.35), 2.03-2.10 (m, 1H) 
, 2.34 (tt, J= 11.6, 3.2Hz, 1H x 0. 35) , 2.84-2.89 (m, 1Hx0.65), 3.65 (brs, 2H) 
, 3.74 (s, 3Hx 0.35), 3.75 (s, 3H x 0. 65) , 6.25-6.26 (m, 1H) , 6.32-6.36 (m, 1H) 
, 7.00 (d, J= 8.4 Hz, 1H x 0.35), 7.24 (d, J= 8.4Hz, 1H x 0.65). 
[0 2 7 6] 
(12 c) 

j_C2- ( 4 - t -7^-;v->^ n^^->;v) - 5 -* b ^-i/y ^=.)vM£^<y P> 
[0 2 7 7] 




ttifiE# 2004-3101242 



mm 2003-434312 



^-v: 126/ 




(12 b) -?m?&-£ti?z2 - (4 - t -•zr^-SVV^ u^i/fr) -5-^h*~> 
7x-^7r/ (2. 5 6g, 9. 79mmol)coi, 2 - V 9 u u ^>-tf>»ifc ( 1 
OmL) IfX (2-^nnxfjl/) 7? >«Sfc£ (2. 1 0 g, 11. 75mmol 

) *jn>u mm^m^^2 o o°ct-»l^o 

?7 ju/^y-y) T'iSLt t - 7'f ;Vv^DA^yJ«fi©y7X 

r- Wr-ii-frW 1 . 7 7 g *%&fb®m t Lt#/:o 

1 H-NMR (400MHz, CDCh) 

5 - 0 88 (s, 9H x 0.65), 0.89 (s, 9H x 0.35), 1.09-1.21 (m, 4H) , 1.36-1.45 (m, 2 
H) 1.56-1.63 (m, 1H) , 1.68-1.97 (m, 4H) , 2.77-2.83 (m. 4H) , 2.91 (tt, J= 12.4, 
3.2Hz, lHxO.35), 2.98-3.03 (m, 4H) , 3.32 (tt, J= 5. 2Hz, 1H x 0. 65) , 3.77 (s, 3 
H x 0.35), 3.783 (s, 3H x 0.65), 6.61-6.67 (m, 1H x 0.65 +2H x 0.35), 6.73 (d, J 
= 2.4Hz, 1H x 0.65), 7.13 (d, J = 8.8Hz, 1H x 0.35), 7.34 (d, J= 8.4Hz, 1H x 0. 

65). 

[0 2 7 8] 

( 1 2 d) 

4 _ (4 _ t — -f^-fr*/? p^.drv;V) - 3 - g^jg v >- 1 -^ 7x;-^ 
[0 2 7 9 ] 

[fhii6] 




mnw (12 c) TKScStLfcl- [2 -(4 - t -^;vv*n^v;v)- 5 - ^ > 
kV7y> (1. 7 7g, 5. 3 6 mm o 1 ) „ 4 8 % JMbTkStm ( 5 0 
mL) RZmWL (3 OmL) (Dm&m * mm%MWm 1 3 0°CZ\ 8B#W3 O^WL 

t" o 

y _ ;v ^ gjsHfej. f - ;v<7) ?I^v#JR (rl^Jt v / v = 1 / 5 ) -frMTLtZo ^v#lJ % L > * 

^nA^y;v»oy7^fW^-MHt, 1 - 4 3 

miE# 2004-3101242 



2003-434312 



S>: 127/ 



J H-NMR (400MHz, DMSO-de) 

8: 0.85 (s, 9H x 0.65), 0.86 (s, 9H x 0.35), 1.00-1.90 (m, 9H), 2.17 (brs, 1H), 
2 59-2.68 (m, 1H x 0. 35 + 4H) , 2.75-2.83 (m, 4H) , 3.20-3.25 (m, 1H x 0.65), 6.4 

0-6.46 (m, 1H x 0.35 + 1H) , 6.52 (d, J= 2.8Hz, 1H x 0.65), 6.95 (d, J= 8. 4Hz, 1H 
x 0.35), 7.12 (d, J= 8.4Hz, 1H x 0.65), 9.03 (brs, 1H x 0.35), 9.05 (brs, 1H x 



4 _ ( 4 _ t _ 7 'f;vy^nAdfy;V) - 3- (4-7'f^^7v>-l-^l') y j. 
[0 2 8 1 ] 

Mb i i 7 ] 



mmm (1 2d) t?1B££*l£4- (4- t-^^^^c^i^) -3-t^7v> 

(i gj 3. 1 6mmo 1 ) %M7ky h7tKn77> (lOmL 

UK (0. 31mL, 3. 48mmol) . h'jr-fehm*ftK^*t h'J f A (1 
g, 4. 7 4mmol) (0. 18mL, 3. 16mmo 1) Wttx./:^ 

4 f$RQ 3 0 RS^^^fnR^7K»^ bVf in x.T\ Rj££#lh L 

-T-f^y^nA^^^tOyT^rVtv-i^fcLTilMS 8 6 m g £ 
^-NMR (400MHz, CDCh) 

5 I 0.88 (s, 9H x 0.7), 0.89 (s, 9H x 0.3), 0.94 (t, J= 7.6Hz, 3H) , 1.01-1.96 ( 
m 13H), 2.42-2.92 (m, 1H x 0. 3 + 10H) , 3.28 (tt, J= 5.2, 5.2Hz, 1H x 0.7), 6.53 
-6.59 (m, 1H), 6.65 (d, J= 2.8Hz, 1H x 0.3), 6.7l(d, J= 2. 8Hz, 1H x 0.7), 7.06 ( 
d, J= 8.4Hz, 1H x 0.3), 7.27 (d, J= 8.4Hz, 1H x 0. 7) . 
OHO 1 Hi±#5t-C§ tefr-otio 



Y ij 7)yjru* ?-sX)V*ym y^ziz ( 4 - t -7f;v ->^ n^v;v) -3- ( 
vm f7>x-4- (4-t-yf^y^a^^y^ - 3- (4-7 > W^7y> 



0.65). 

[0 2 8 0] 

(1 2 e) 




[0 2 8 2 ] 

(1 2 f ) 



[0 2 8 3 ] 



ffifiE# 2004-3101242 



mm 2003-434312 



^--J: 128/ 



o f o 

6 X?U F ° V"-n 

$mm (I2e) -CSHl£*ifc4 - (4- t -/f;i/y^nA^y;v) - 3- (4-7*^ 
;t/fc?^7 1 ->f ;V) 7x/-]V (1. 6 g, 4. 2 9mmo 1) Sa t > , Jxf^7 

(3. lmL, 22. 2 4mmol) Oi*^nn^^>jf» (3 OmL) t*- 
x^; -;vft^L/: 0 «#L/i^o«^ h v ^ * ^mMM) (1 

. lmL, 6. 54mmol) ^ ^ 3 0^iTL/;= 

4 _ (4 _ t --f^-^=y/; n^^f- v;V) -3- ( 4 - "7'f-;V v > - 1 - ^) 7 j- 
-)Vx7r)V 9 4 6 mg, h'J7^tn^^>^A'*>» h9>7-4- (4-t— 7* 
f;Vy^nA^yjv) -3- (4-yf^ti^7y>-l-^^) 7^ — ;v^7v7-;H 1 
Omg, yX- h 9^^rl^U9 4 6mg^#^M»J: Lt#/;. 1 >^ 

y^i^ft^^^cv^^^^A^nv^^?^ (f^jr.f-;v/^^^>-) -eft 

ILTF'J7^*n^^>7xjV*yi v7-4- ( 4 - t - -f^KV? n^^->;V) - 
3 _ (4 _7*^;yt£^9 v y — 1 — ;v) 7x-JVi7f^2 14mg 1 f'J 7JVtn^ 
*77;V*7m >5>X-4- (4-t-7 , f;Vv^n^y;v) - 3- (4-7*^;v 
tf^9v?7- 1 -4 ;V) 7i^J^tJV 8 2 m g, • 7 7?J|^if|j4 3 4 m g £ 

vX#: : 

X H-NMR (400MHz, CDCh) 

8\ 0.89 (s, 9H), 0.94 (t, J= 7.2 Hz, 3H), 1.15-1.45 (m, 6H) , 1.47-1.67 (m, 3H) , 
1.67-1.80 (m, 2H), 1.86-1.95 (m, 2H) , 2.37-2.44 (m, 2H) , 2.59 (brs, 4H) , 2.88 ( 
t, J= 4.8Hz, 4H), 3.35 (tt, J= 5.2, 5. 2Hz, 1H) , 6.97 (dd, J= 8.4, 2.8Hz, 1H) , 7. 
00 (d, J= 2.8Hz, 1H), 7.45 (d, J= 8.4Hz, 1H) 

1 H-NMR (400MHz, CDCls) 

d : 0.90 (s, 9H), 0.95 (t, J = 7.2Hz, 3H), 1.08-1.20 (m, 2H), 1.32-1.46 (m, 4H), 
1.48-1.62 (m, 3H), 1.78-1.94 (m, 4H) , 2.40-2.46 (m, 2H) , 2.62 (brs, 4H) , 2.89 ( 

t, J= 4.8Hz, 4H), 2.94 (tt, J= 12.0, 3. 6Hz, 1H) , 6.94 (d, J= 2.4Hz, 1H) , 6.95 (d 

d, J= 9.2, 2.4Hz, 1H), 7.24 (d, J= 9.2Hz, 1H) 
[0 2 8 4] 
(1 2 g) 

y/^,-4- (4 - t --ff-JU'y^ X3s\3ci/)V) -3- ( 4 -~f s f-%/\Z'< ! 5 V 7- 1 -< €L 

) ^ 7 2jE h 12 >± jfijjjl 
[0 2 8 5] 



mm 2 004-3101242 



mm 2003-434312 



129/ 



Utl 19] 



NC 




■ HCI 



mmm (nf) t n ^ tL/; > y 7 ji^ t n ^ ^ > ^ ;v * >s u-t-r 

fjVy^nA^y^) - 3- (4-^f;V^ / <7^>-l-'f^) 7x-;l/x^r;V (1 
. 1 6 g, 2. 3mmo 1) , vT>ifcM$& (2. 7 g, 23mmol) &t>*v^;V* 
jVA7? K (3 0mL) <Dm&®*mm%ffi.*MM.-etlLWLfco ^«t/Crf7^X 
(fij7x^;v*X7r/) /^7y7A (0) (3 7 0 mg, 0. 3 2 mm o 1 ) fciJP 
i/ Co ^v^^O^^^ml 0 0W1 9 mm I 0»L/:o 

»if £#7>^-T7jc, 7jc^.^^n^:m7X-eJii^#^, toM^ b u 7A«l 

vf777^ (^m^^^/^^^>) t«llt^-4- (4-t-Wv7n 
^^~> ; v) - 3- (4-yf;vt"^5y>'-l-^^) b V ^ 8 8 Omgtlft 

X H-NMR (400MHz, CDCla) 

5: 0.88 (s. 9H), 0.94 (t. J = 7.2Hz, 3H) , 1.15-1.44 (m, 6H) , 1.48-1.67 (m, 3H) , 
1.70-1.80 (m, 2H), 1.88-1.96 (m, 2H) , 2.38-2.44 (m, 2H), 2.59 (brs, 4H) , 2.88 ( 
t, J= 4.8Hz, 4H), 3.38 (tt, J= 5.6, 5.6Hz, 1H) , 7.34 (dd, J= 7.6, 2.0Hz, 1H) , 7. 
35 (d, J= 2.0Hz, 1H), 7.47 (d, J= 7. 6Hz, 1H) 



j*U SUfk^ 8 9 2 m g ^m&ffiMs t Lt#f; 0 
MS m/e (ESI) 382 (MH + ). 
[0 2 8 7] 
(«M 13) 

T^>^-4- (4 - t -rff-fcv* P^^V^V) -3- (4-/f;vn ^7y7-l- 

[0 2 8 8] 
[ftl2 0] 



(1 2 f ) T?»Jfi$^ b V ryxfr&z/Wt ^7>7-4 - (4- 

t -^;v^^n^^r->;V) - 3- (4 --f^-H/\*U v>- 1 -4 7^~)P^X-r 
)\> (30mg, 0. 059 4 mmo 1) . %/T>V(Mfk (8mg, 0. 0 6 8 1 mm o 1 
) I^WWTU' (lmL) CO £ ISttlf L o 
llt:f ( b U 71-^7-/ >) ^5^^A (0) (6rag, 0. 0 0 5 2 

mmo 1) £2J[|x.fco ^tioii^^iai 0 01CT?9NfTO#L^o 3 
IttCy'T^/M (7 0mg, 0. 5 9 6 mm o 1 ) tf h7^ (f'J7i-^ 



[ 0 2 8 6 ] 




fcBIE#2 004-3101242 



mm 2003-434312 



^--J : 130/ 



7r/) ^'7y^ (0) (2 0mg, 0. 0 173mmo 1) tUxT, ^filOO 

°c-e i 4 mm i o 

7A^n7f^77^ - (f^^;v/^-9-y) T'|IUf7>/;-4- (4-t- 
^;v->^n^~>;v) -3- (4-7'fiV^7y>-l-^^) ^^/-HJ^IO 

^-NMR (400fflz, CDCh) 

8: 0.90 (s, 9H), 0.95 (t, J= 7.2Hz, 3H) , 1.09-1.20 (m, 2H) , 1.31-1.46 (m, 4H) , 
1 49-1.58 (a. 3H). 1.77-1.96 (m, 4H), 2.40-2.46 (m, 2H) , 2.62 (brs, 4H) , 2.89 (t 
, J= 5.2Hz, 4H), 2.99 (tt. J= 12.0, 3.2Hz, 1H) , 7.27 (d, J= 7. 6Hz, 1H) , 7.30 (d, 
J= 1.6Hz, 1H), 7.32 (dd, J= 7.6, 1.6Hz, 1H) . 
[0 2 8 9] 

^ 7 m g £6-feHI#fc LTfffco 
MS m/e (ESI) 382 (MH + ). 
[0 2 9 0] 

mmm 1 4 ) 

1 _- 7 -^-;y-4- (2-y^DAjry;V7x-;V) ^7^^ jOHH 

[0 2 9 1 ] 
[ftl2l] 



##^tit : Crich, D. ; Smith, M. ; Yao, Q. ; Picione, J.; Synthesis 2001, (2), 323-3 
26. 

[0 2 9 3 ] 

(14 a) 

[0 2 9 4] 
Kb 1 2 3 ] 



N0 2 k^J 

fc>*)\zYV7)i>jrT2*?y*)VifryW. ^- l -■x^vj^x^ ( l . 0 g, 




[0 2 9 2] 
Kb 1 2 2 ] 





mf£# 2004-3101242 



#JM 2003-434312 



^-v: 131/ 



5. 9mmo 1) fcffiv^ MMM (2 b) fc PMfcfcRJfcS^ ra»0*k«**roT*»ft 
0 . 5 6 g LTtf/co 
[0 2 9 5] 
(14 b) 

[0 2 9 6] 
[4b 1 2 4 ] 




NH 2 

»ni4a) K&\<*xmm2tt2- (v^n^^-l-^-^) =.Yu^y^£> 
(0. 5 6g, 2. 7 5mmol) fcHifefll (2c) trafcfcRJcJS^ IWOflkSfcTT 

■p "C«»ffc#* 0 . 5 1 g *Sfe*tfe*0rt£W t LXntzo 
[0 2 9 7] 
(14 c) 

1 -(2 -'>^nA^->^7x-^)^7^> 
[0 2 9 8] 
Hfc 1 2 5 ] 




H 



mnW (14b) Kl^V>T*ji$tLfc2-">^n^"»I/7i-^7 5>; (0. 4 8g, 
2. 7 5mmol) £«M (3 c) PM*fcJfciS3-e\ HfiKBflkSfcfTo tllft^ 
0 . 2 5 g fc&StfeflMfc* fc Uf/Co 

[0 2 9 9 ] 
( 1 4 d ) 

1 ;V- 4 - ( 2 - n/\^r'>;V-7 j^ — ;v) ^^7v> %&M$M. 
[0 3 0 0] 
lit 1 2 6 ] 




:Jfe0O (14 c) P*v*-C»jiS*t^: 1 -(2 -'/?n^VA/7i-*)^7r/ (0 
2 5g 1. 0 2mmol) (6g) Ctv\ f f 7tFnif 7 >-4-^V 

F^=b») ^n-7*f ;vr;vf t F^lv^ii^i (6 g) fcH«M-RJ&3^ R 

«oiaa*sff o-caia'fk'&w 1 9 5 m g £Y&Srfem#^ lt#^ 0 

MS m/e (ESI) 301 (MH + ). 
[0 3 0 1] 

l -y^;y- 4 -[.2 - (4 - t -7'f;v->^PA^y;v)7x^jv1^^7y ^ 111 
[0 3 0 2] 

ffiiE# 2004-3101242 



mm. 2003-434312 



^--J : 132/ 



Utl 2 7] 




HJfeflJ (10 a) ^^^T»*$tLfcl-[2- (4 - t -7*f;Vy^nAJry;v) 7^ 
-;V]^7'7> (I6 0mg, 0. 5 3 mm o 1 ) SrJl v»fc«, 

(6g) Kt&v^ f F 5 t Knk?7> - 4 - *^;vf k K^ 1 ) Cn-/f 

)vt^t^ vzm^MMm (6 g) tmm~Rj&-2*t, mmofemzft^-?: t -7*f;vy 

MS m/e .(ESI) 357 (MH + ). 
[0 3 0 3] 

mmm 1 6 ) 

[0 3 0 4] 
[it 1 2 8 ] 



N _ |- 2 - (4 - t -yfiVy^ PA3rv;v) 7^~;H - 2-^pp-N- 

[0305]" 
HU2 9] 



(2d) tfJI?W:2- [2- (4-t-7*f^v^nA^y;V) 7x-;l/T 
^ y] a^^y-;v (2 7 lmg, 0. 98 4 mm o 1 ) i iti^JWMKfB v^fc c 

[ 0 3 0 6] 

(16b) 

N _ [ 2 — (4 - t = ^ffJljV_g P^^rv;y) y^ — ;!/] -2-^DP-N- 




(16 a) 




[0 3 0 7] 



mWfc 2004-3101242 



mm, 2003-434312 



^-v: 133/ 



Utl 3 0] 



o. 




CI 



mmm (16 a) ftfcN- [2- (4- t-r^;w>^n^v;i0 

] _ 2 - ? n n-N- (2 - t Kn ^ ->xf^) •/nif;j->y$K(13 4mg, 0. 3 
6 6mmo 1) ^Hi^M#^ffl^^ 0 

r*t£|yfttf!) (2 f) tng&KEO&S^ ra^o^a*^rv>, t-/f^y^n^ 
v ;HIEtX ^ if- ;]^co y'T^rWv- fcLT, tlffl-fb^ 1 6 6 

[0 3 0 8] 

(16c) 

4_- 7 ^ ; y_ 1 - 12 - (4 - t -7'f;vv^ PAjry;^) :7^~;H 

[0 3 0 9] 
[ftl3l] 



HM^fl (16b) -CM^tLfcN- [2- (4 - t -^fJVv^nA^yjv) 
] _ 2 nn-N- (2-t*Vxf;v) y"u \£^yj 5 K (1 6 5 m g) ^tBUMft 

ctL^«^0 (2g) i|W]^£U££^ mU^ik^M^fr^, t -y-f-;vv^n^df- 
yiViifiWf^SOvTXf ^tv-MtLt, 4--7^V-l- [2- (4 

^;HWtf)y7^rVt7-MJ: Lt, «US^% 5 lmgMfeSftfcU 

MS m/e (ESI) 385 (MH + ). 
[0 3 10] 

{%mm 1 7 ) 

!_ ] 4 _ [2- (4. 4 -v^ ±jujy± n^sjev^vj l jv 

I > - 2 - a- > 




[0 3 11] 



ffi|iE# 2004-3101242 



#fl 2003-434312 



^-v: 134/ 



[Itl3 2] 



0 



A 



N - • HCI 

o 

Idi^i (3c) -CM^^tLfcl- [2- (4, 4-y7f)Vy?nAJfyjV) ~7^^;V] 
tT^9v> (4 2 0mg, 1. 5 4mmol) *m$&m&fcm^fco 
2 -^an-N-xf^7^ 17 5 V<DiXt> *) \z 1 -^n-=&- 2 — ~f 9 J >£J£v^ 
f;V*jVA7 5 KOftfr «5 KT-fe h- 1 U ^fcJB^T, HJfeM (10 b) fcHfllfcRlSS 
lWJ#of«S^^TV^ 1- |4- [2- (4, 4 -v>^^;v->^o^drv;v) 7^- 

6 m g £lffife££ h b h LTftfc. 
MS m/e (ESI) 343 (MH + ). 
[0312] 
(«M 1 8 ) 

4 _ |- 3 _ (4 _ t -y^^y^ u^^-fr- i _ ji^.;v) - 4- (4-7 a f ;VH°^7y> 

[0313] 
lit 1 3 3 ] 




(18 a) 

[0 3 14] 
[ftl3 4] 

o-s^< F 
' N b f 




N-nf ^— N0 2 

5 _ (4 h^^tf^i; v>- 1 -^;V) - 2 -■=• h n 7 x.J -)V(Dftt> V K 5 —*e ;v 
*V>-4-'f^-2--bn7iy'-^ (12g, 53. 5 mm o 1 ) fcttH&Kfl-Cffl 

(7 c) i|Wti*KRj&£^ IWJtt^MS^^foT. SS'fb^l 7.2 4 g fcltfelSifl 

[0 3 15] 

(18 b) 

4- T3- (4 - t -:7^;vv^p^^- l -j^~;v) -4--Fn7x^;i/l jjvj 

ffi!E#2 004-3101242 



mm 2003-434312 



^-vl 135/ 



JUL 

[0 3 16] 

lit 1 3 5 ] 




(18 a) x-MfeZfotz y U yivj-u* ^>^)V^y^.5 -<=E^*V >-4 ->f 
j^^-^ny^-^f^ (3. 0 8 g, 8. 6 4mmol) £(±Jf§If f4-tfflv^ 

iii (7e) fciTOKa^^ mmoikmmzft^fzo * t-y^^mm 

[0 3 17] 

2— ( 4 - t — yfjVy ^ n^x ^fr-fr — l — j- — ;v) - 4 — U >— 4 — a ;w 7x- 
;l/T 5 > 

[0 3 18] 
[ftl3 6] 

\ 




(18 b) "CS4it$^4- [3- (i-t-^y^n^t-l-^*') 
-4-^fn7x-JV] t^*'J> (2. 6 8 g, 7. 7 7mmol) &&IIII*2H~fflV* 

, mmm (6e) tra^^ass^ raatofc&fflfcfrofco t--7^;v« 

{£(7) 9 -fe 5 &MMik'km 2. 1 9 g ^Mfefe H H H t Ltfto 

[0 3 19] 

(1 8 d) 

4 — r 3 — (4 - t -T^;V~>^ P^^r^-~ 1 -^^) -4-H^ 7V>-l-4^7 

[0 3 2 0] 
[ftl3 7] 




.. (18 c) -^mdt^tL7t2- (4 - t - f^-ns^m-^*^- 1 -^-^ -4- 

7x-;V7?> (2. 19g, 6. 96mmol) §rtBW.I4-^ 

fflv^ nife-po (7 g ) fciwj«^2 o o°ct?i 8f$WRj£$^ mu<Dtk$m*t!^fco * 

<DB^, t - 7*f 5*5 #-e* 4 «S^» 1.84 g*^»-fett*fcL-CW 

fee 

[0 3 2 1 ] 

ffiffE# 2004-3101242 



mm 2003-434312 



^-v: 136/ 



4 _ p 3 _ ( 4 - t -/f ;l; y^n/\H-l-^) - 4- (4-7'fiV^^7y> 

[0 3 2 2] 
[fl3 8] 




(18d) t:^Jt$^^4- [3- (4 - t -7*fr 9 s9 1 —x_/l/) 

-4-E^7yy-l-^;V7x-^] (0. 3 2 g, 0. 8 3 4 mm o 1 ) 

^ai^M^^fflv^ »m (7h) tmm^Kfc-z^^ ra»o»#yffi s-tro/^o -e^*t* 

^ t _ -/^ ^S^fw 9 «fe 5 #-C* * mmtte® 3 5 0 m g fc&fefifii t b T »fco 
MS m/e (ESI) 440 (MH + ). 
[0 3 2 3 ] 
(31*01 19) 

1 — r 2 — (4-t-7 , f^'>j r n^->^) - 4- ( 2 h ^v-^f-^) 

[0 3 2 4] 
[ft 1 3 9 ] 



(10 a) K&^xm$f2titzl-L2- (4-t-/f JV->^o^y;v) 7*- 
^jtf^v^ (lOOmg, 0. 3 3 3 mmol) *iti$&WMtem^fz 0 

•^fA'*A'A75K©ft*' | )Wh->vji'*iv>T, dob) hm$k\z 

^Ifcttl- [2- (4-t-yf;Vy^OAafy;V) :7i~;v] - 4- (2-^l^r 

(10b) fcra&^fe-e&gHSftLT. t-^y^nAJpi/ 

MS m/e (ESI) 359 (MH + ). 
[ 0 3 2 5 ] 

(f?M#!l 2 0) . 
I- i2- (4 - t -7'f;vy^ n^^-fr- l -4- 
> _ 1 _^;y) -4 - y ^ n 7°P H°;V >i t ^ 7 y y j&Mit 

[0 3 2 6] 



mtiE# 2004-3101242 



mm 2003-434312 



^-v: 137/ 



[ftl4 0] 




OCH 3 




mm (7g) -eM§W:l-[2- (4 - t -7<9-fr*/*u^**)r- 1 - 
4 _ (4 _ ^ >^->tf^i; v>— 1 --f;v) 7i"JV]t°^7V> (lOOmg, 0. 2 
4 3mmo 1) ^ffiUMtLTi^T, (9) tTO^RlS^^ H&O&Sfc 

^oT, t - 7*f V ^ n a y ;vi^f © 7 ^ 5 # t L t , 4sfeg|#<7) 1 - [2- (4 
- t -7f]Vy^ n^\^-9-- 1 -JU — ;V) -4- (4 h ^r^tr^i; v>- 1 ^) 
- 4 - y ^ n 7*0 f JV^ f JV li ^ 7 y > 1 0 4 m g#/; 0 £*l£^;S&0H (9) 

MS m/e (ESI) 466 (MH + ) . 
[0 3 2 7] 

(%mm 2 1 ) 

l-7^;y-4- T2- (4, 4 —*J* ±fl^/ 9 P^^->;U) -4- (4-xfjeybf^ 

[ 0 3 2 8] 
[ftl4l] 



4 _ t Kn^vtf^V 1 -#;v#>itt -^f-;v^^ x ;v (2 . 2 g, 10. 9 

mmo 1) zmmm^m^tzo 

zivikm-jwft.t)*) KB*7it^)\<*m^, (7 a) t mwtteKfcz^^ m$k<D 

IW&afcfTV^ tffefe H H H Ollft^f 1 . 3 g £#^o 

[0 3 3 0] 

(2 1 b) 

l- 7 -f-;v-4- f2- (4, 4 ^ P^^yJV) m 




(2 1a) 

[0 3 2 9] 

Hfc 1 4 2 ] 




[0 3 3 1 ] 



tB|E#2 004-3101242 



mm 2003-434312 



^-v: 138/ 



Utl 4 3] 




mMW (3 c) -CSLjftStLfcl- [2- (4, 

fcf^y^ (6 5mg, 0. 2 3 9 mmol) ^m^WM^M^^o 

mmm (8 c) tmn^KB^^, mn<D&%mz^\ «m^%8 2mg^iMi 

MS m/e (ESI) 329 (MH + ) . 
[0 3 3 2 ] 

(2 1c) 

1 - [4-7'n^&-2- (4, 4-y^f;Vy^nAjryjv) y -4-7*f-;m° 



ISifefll (2ib) ■elI$^i-7 > f^-4- [2- (4, 4-y^f;vy^nA^y 
;v) 7i-*] ^7V> StS (6 4mg, 0. 1 7 5 mm o 1 ) tffiM^CfflV^ 



tsffv^ *»ffc#to 7 1 m g fc&ttfefflttW fc LT#f;„ 
[0 3 3 4] 
(2 1 d) 

2_ -f^ji,-. 4- [2— (4, 4 — VJ: fJVy y" n^s ^ vjVj —4- (4-xKyH^ 

[0 3 3 5] 
[Itl4 5] 



%mm (2 1c) T?»3t$tLfcl- [4-7'n^- 2 - (4, 4 -v>^^;vi/^n^^ 
y;V) 7x^;V] -4-7*fJV^7y>' (2 0mg, 0. 0 4 9 1 mm o 1 ) MM 
m (2 1 a) ■C»«*tL/i4 -J. h^S/bTnj ->"/IiI ( 1 1 mg, 0. 0 6 3 8 mm 
o 1 ) fcffi$&OM*fcJllV>fco 

T\ HJfeM (3f) fclWKBUSS-^ W«UB«*!fe«*trv^ i--7^;v-4- [2- ( 



[0 3 3 3 ] 
[it 1 4 4 ] 





miiE# 2004-3101242 



#JM 2003-434312 



^-v : 139/ 



4f 4 -v^^;i/v^n^vdrv;V) -4- (4 -J- h **/\£'<V -J>- 1 ->f fr) 

nhKtzmm^^Wm.^^ (3mL) i:il!L/;ti:, 4Ntit»^f^tI ( 
0. 0 0 8 2 mL) £Dnx.fc 0 $ <b K ^ * V (5mL) "C«U ^ORJM£iltJ±T 
CiftiLfc. ^JfmLfc^tJ^ffl^B^^^^^^^^^^^itL, iSf^ll 1 6mg 

MS m/e (ESI) 456 (MH + ). 
[0 3 3 6 ] 

mmm 2 2 ) 

Q > ^ ^ pq >- 4 --f g^kO -4 - [_2_= (3, 3, 5, 5-7-1- -7^ 
^ ; vv^ n^^-fr- l -.x-;v) tf^^y^ MMI 

[0 3 3 7] 
[ jfc 1 4 6 ] 



H^fO (4f) K^T^StL*: 1 - [2- (3, 3, 5, 5-rf7^f;v^>^ 
i -7^-;v] (1 2 Omg, 0. 40 2 mmo 1 ) 

JfeM (4g) tratSI^KlS^-fr, [Wj^^M^^f 1 - (-r h 7t Kn tf^V- 4 ->f 
-4- [2- (3, 3, 5, 5-f H^fJVy^^t-l-i-iH 7 
^ — ;V] lf^7y >131mg t Ltffco 

d ttfc^Jfefll (4g) t |W]«^^fi-emm^b LTIIM 1 1 3 m g £&fe£hll t 

MS m/e (ESI) 397 (MH + ). 
[0 3 3 8] 

mMM 2 3 ) 

] 4 _ f 2 - (3, 3. 5. 5-f h7^f)Vy7nAJpt-i-x_;v) 

[0 3 3 9] 
[£14 7] 



HJfefll (4f) iZ&^xmikis-tltz 1 - [2- (3, 3, 5, 5-r ^^W^nA 
^-9-_l-^cr:;v) 7x-^] tf^9v> ( 4 0 m g , 0. 1 3 4 mm o 1 ) ^rtii^M# 





o 
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^fJV^jl/A7? K<£>ftfc>«? KT-b h V ;V£JiV*T, ^ifefll (10b) fcRlfllfcKJS 
ra*fcfl> : 8BB!ffi*fTV^ 1- U- [2 - (3, 3, 5, 5-f f7^f^'>^nA 
^^_!_ji^;v) 7x-;v] fc? ^ 9 v > - 1 - -f >W 77>-2-^>3 lmg^tfe 

MS m/e (ESI) 369 (MH + ). 
[0 3 4 0] 

(«M 2 4 ) 

!_ (2-^h^->xf^ -4- [2- (3. 3, 5. 5-fh9^W^nMt 

[0 3 4 1 ] 
Utl 4 8] 



«ftt (4 f ) fc^TSjfcSfrfc 1 - L2 - (3 , 3, 5, 5-rh7^f;Vy?n 
1 — ^^.;V) 7^ — )V~] tf-^^v^ (4 0mg, 0. 1 3 4 mm o 1 ) Srtti^HS 

2 -^nn-N-xfjvr-fe hT5 KO'ftt) 0 ^2 -7*n^if ;v^f ;i/x-r;v^ffl 
y^f;v*;vA7 5 f'^i5}:7^b-h'J;^:ffi^t, iifH (iob) tmW. 
izBLB^t. lWO«3g£fTV^ 1- -4- [2- (3, 3, 

5> 5 _^ j, y j ^-)Pi/? n^\^.-9-— l — j:— )V) y*.=- ;v] v > 3 1 m g £#7c 

° £^£«f0 (4g) i:|WI#O^T^fcL-C^^%3 1 mgfc&feShifc LT# 

fco 

MS m/e (ESI) 357 (MH + ). 
[0 3 4 2] 

(»M 2 5) 

j 4 _ [2- (3, 3. 5, 5-rh7^f^y^a^y^ 7^-;vl 
y-\-4M >-2-*> 
[0 3 4 3] 
[ftl4 9] 



mMM (8 b) K^xmM^fitz 1 -[2 - (3, 3, 5, 5-ff7^f^y^ 
^3^>;V) 7j-^]^7^V (4 0mg, 0. 13 3mmol) & ffi f&M-^Jl ^ 





2 - ^ n n-N-xf ;V7^ f 7 5 Koftfe^ ^ 1 - 7^^- 2 - 7^ / v 
f 7 5 FOft^ ^:7^r > ~ f 'J ;Hrffiv^, MMM (10 b) tWim^KJB 

mum 2004-3101242 



#11 2003-434312 



^-v: 141/ 



mm<omHMi:^, l- U- [2- (3, 3, 5, 5-rW^f^->^nA 
^->;V) \£^y-jy- 1-4 M -T9 >- 2 y 3 3 m g £$S#ii#t% L 

MS m/e (ESI) 371 (MH + ). 
[0 3 4 4 ] 

mmm 2 6 ) 

X- -4- [2- (3, 3, 5. 5-t h^^f ^>^P^'> 

[0 3 4 5] 
[ftl5 0] 



**fe0O (8 b) lz$3^-cm&Zti?z 1 -[2 - (3, 3, 5, S-r^^f^/^nA 
^->;V) 7x-JV]t°^7y> (4 0mg, 0. 1 3 3 mm o 1 ) 4: H?i§kB5.fflrKffl V*7t 0 

f 7 5 K©ftt) ^:7-t h - > 'J MMM (10 b) tWlU 

WaiOlfe&aSr^fv^ 1- -4- [2- (3, 3, 

'ztizmMw ( 4 g ) fc ^ioMttttfh Lxmmit&vs 3 8 m g t l 

MS m/e (ESI) 359 (MH + ). 
[0 3 4 6 ] 

{mm 2 7 ) 

l 4 -[5 h jey- 2 - (3 , 3, 5, 5-f F9^W^PA^>j|/ 

[0 3 4 7] 
[ftl5l] 





(2 7 a) 

4-> h^y-2--bn-l - (3. 3, 5, 5-f l-7^f;Vy^PAjrt-l-x 



[0 3 4 8] 



tB!E# 2004-3101242 
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[Itl5 2] 




V 



HJfefll (6 d) KfifcV^ 2- (4, 4 -yxf;Vy^ n^^- 1 -4, 4, 

5j 5-7 3, 2]^*4f-9-sJfn9>Oft*3 0 K^S&^I (4 b) TSBi 

S*Lfc4, 4, 5, 5-tf7^f;V-2- (3, 3, 5, 5-fb5>W^^ 
4y- -[1 , 3, 2]ytWn5> (2. 7 g, 10. 3mmol) tffl 

v>, nj&fli (6d) tmmfcKi&mt, mmo^m^n-oxmm^m2 . 5 S zn&t& 

[0 3 4 9] 

(2 7 b) 

5_^>^^-2- (3, 3. 5, S-ff^^fJVy^n^^t-l-^) Z £ = 
JUT § > 

[0 3 5 0] 
[ft 1 5 3 ] 



(2 7 a) £*5V>-C»j&3*L;fc4 h^rv- 2 > n- 1 - (3 , 3, 5, 5 
— 7- Y 7 * f-^y 9 U^^r^jr— 1 — JU) -^.yMy (2. 5 g, 8. 6mmo 1) £^ 
MM (6 e) fcTOKRJftS^ ra#fl5ftfca*ffoT*«'fb'6''»2. 2 g *Jtfe*tfrtfeW fc 

[0 3 5 1 ] 

(2 7 c) 

l-r5-^h^V-2- (3, 3, 5. 5-f 1-7^f;Vy^nAjrt-l-^^) 

[ 0 3 5 2 ] 
[ft 1 5 4 ] 



%Vm (2 7 b) lc^v>TSliat$tL7t 5 b*->- 2 - (3 , 3, 5, 5-rf7^f 
/Vy^nAJft-l-^-^) 7x-^7? > (2. 2g, 8. 6 mm o 1 ) *%Wft ( 
6f) fcH«£RtS3^ IW<7)^S^ToT*lMfti=r%2 . 0 g Itftfc 



[0 3 5 3 ] 

(2 7 d) 

1 4 - [5 h 3r->- 2 - (3 . 3, 5, 5 -T F 7^ f JVy 7 nA^f- 





[0 3 5 4] 



tfiiE# 2004-3101242 
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: 143/ 




(2 7 c) iZ&^TMi&Ztltz 1 -[ 5 h 2 - (3, 3, 5, 

ypif^v^nA^t-i-x^;!/) 7i-^]^7y> (115mg, 0. 35mm 
o 1) (6g) C:t£v^ -f 1 9 t£ Kn tf y y- 4 -^WOV-^t: K<£>ftfc> *9 n 

-/f;k7;vfi; F^fflv^Ii (6g) tmm~KBmt, Iwitt^S^T o THH-ft 
8 0 m g t Lt#/; 0 

[ 0 3 5 5] 
(2 7 e) 



1 4 -[5 h ^v- 2 - (3 



5 — t- h ^ ^ f ;i/y^ n-^je ->;v 



) 7x- ;v] g^sjg 
[ 0 3 5 6] 
[ftl5 6] 




(2 7d) K&\^-C9k&Ztlfz 1 4 -[5 h^rv- 2 - (3, 3, 

5, 5 --jr h 9 J 1 -jr.^;v) 7 k?^9 v > Stt (7 0 

mg, 0. 16mmol) (6h) h IWpjf ^MS^fi 1 o T^IS 

MS m/e (ESI) 387 (MH + ). 
[0 3 5 7] 

2 8 ) 

4- [4- (4-7°Ptf;V^7y>-l-^f;V) -3- (3, 3, 5, 5-ff7^f 

[0 3 5 8] 
[^15 7] 




HCI 



(2 8 a) 

5 --=&;v^ U >- 4 — -f ^— 2 



-l>n7xy-;v 



[ 0 3 5 9] 



mSE#2 004-3101242 
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Htl5 8] 



0 




OH 



N0 2 

TfJP^^i 5-7iVtn-2--Fo7i;-;v (1 Og, 63. 65 mm o 1 ) * tB^M 
4 Y ^rvli^'J s Jy UtO^^'^^^^^fflV^T, (7 b) fcH 

kit, mmik&m 14. 0 4 g ^ffeg H B H t lt#^ 0 

[0 3 6 0] 

(2 8 b) 

1 U -7;V^-p^ ^ 5 — jrjVfr V > - 4 -4 J\/— 2 Y uy ^=-)V^^v 

Ik. 

'[0361] 
[IU 5 9] 



N0 2 O r 

%Wft (2 8 a) -cSHtStifc 5 -«=e;v^i; >- 4 -^;v- 2 h n y^J -;v (1 
4. 04g, 6 2. 6 3 mmol) 4rttH&M^l*Mv^ 0 

itL^^^ii (7 c) tmmteKfcz^, mm^kmrnzft^, nm^m2 1. 4 6 

[0 3 6 2] 

(28c) 

4- [4--1P-3- (3. 3, 5. 5 -t 1 7^^V->^M»- 1 --x^jlQ 7 

[0 3 6 3 ] 
Ut 1 6 0 ] 



%%0O (2 8 b) T?»j6$tLfe h V 7^*n>^>^^/*>lfe 5 --t^U 4 - 
^;V-2-;fn7x-JVi^f^ (2 g, 5. 6mmol) *tH5&flU|BM~ffiV*;fco 

4 — t — ff-Jl/isjr U^^-^r— 1 — J.— jp — (4, 4, 5, 5-fh5^^^) — [1 
, 3, 2]y*^sj?n9><0ftfr!J £*ife«i (4 b) -em^t^tL^4, 4, 5, 5-x 
f7^f;v-2 - (3, 3, 5, 5-rf7^f;i->^nA^t-i-i^) - [ l , 
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[0 3 6 4] 

(2 8 d) 

4 -jejuni; >- 4 -^ffr- 2 - (3 . 3, 5, 5-f b7^W^n^ t-l-x 
7 Ji — JVT ^ > 
[0 3 6 5] 

[4k l 6 l ] 



fIJfcfll (28c) X-m^fitz 4 - [4--bn-3 - (3, 3, 5, 5-rF7^f 
;i/y^OA^t-l-x^jV) "7 ji — ;V] ^V^V > ( 1 g, 2. 9mmol) £fcB5IJiC 

a&^wfci 5mm4 omilt, njfe^ (6 e) t mm.KKm^t, mme>&#k 

a*ffv^ 9 1 2 m g &1tfe?ft:btf&£ LT§/: 0 

[0 3 6 6] 



4 _ r4-tf^7y>-l-^^-3- (3. 3, 5. 5-ff9^f^>^a^H- 

[0 3 6 7] 
[it 1 6 2 ] 



HJfeM (2 8d) TM^ttfc 4 4 -^f;V- 2 - (3, 3, 5, 5 -T 
f7^f;Vy^nAaft-l- .x — ;v) 7x-jV7?> ( 9 1 0 m g , 2. 8 9mmol 

^.fl^m^i (7 g) i: |WJ#^RiS$-&> pg^flB&S&trV^ UMit^S 2 Omg 

[ 0 3 6 8] 

(2 8 f ) 

4 _ [ 4 _ (4-^n^;V^7y"/-l--f;^ -3- (3, 3, 5, 5-rf7>f 




(2 8 e) 




[ 0 3 6 9] 



2004-3101242 
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^-v: 146/ 



lit 1 6 3 ] 



0 




fli&^J (2 8 e) -t?Sit^tL7t 4 - [4 -tf^9 v>- 1 3 - (3 , 3, 5, 5 

-f>7^f-^y^n Ad rt-l-J : -"*) 7i-JV] (I2 0mg, 0. 3 

1 3 mm o 1) *ffiS&lBfl-fcJBv>fco 

n _yf;V7;Uf t KtfVffcfr «9 ^7"n tf^T^^H K*ffiV*"C, ^ife^l (4g) fcRfilt 
.KJ&S-^ H*OfM^1fv\ 4- [4- (4-^nt>K^7y^-l-'f;V) -3 
- (3, 3, 5, 5 - T f 7^f )Vy ^ DA^rt- 1 -x^;V) •*/Hfr 1 J>'l 

(4 g ) ^«<D*s-e^iMLtiifi:^ 1 3 5mg*eWi L 

MS m/e (ESI) 426 (MH + ). 
[0 3 7 0] 

(^HfefO 2 9 ) 

4 _ [- 3 _ (4 i 4-y'xf»y^nA^t-l-x^ji/) -4- ( 4 J\/ tf^7 

v ✓ - l - >f ;v) 7x^. ;H •=& ;v fr v y MMM. 
[0 3 7 1 ] 
lit 1 6 4 ] 




(2 9 a) 

4_ [3- (4^ 4 -yxfji/yj' n-^-^- l - -4-^.fn7x-;i/] 

[ 0 3 7 2 ] 

Hfc 1 6 5 ] 




tBIE# 2004-3101242 
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m.MM (2 8 b) tll^Jt/: f 'J 7JVtn^ ^>^JV*>§5 -^)V*'J 
jV-2-;H3 7x^]H^r^ (3g, 8. 42mmol) fcffiMUH-KJSv^o 

4 - t 1 - 1 - jl — JU- (4, 4, 5, 5-f h7^f^) 

[1, 3, 2]V*^r-9-'i?n9^©'ft*»«3 MMM (6 c) "C»itLfe2- (4, 4-S> 
if jVi/^nAJff-l-x^jl/) -4, 4, 5, 5-7h7^f;V-[l, 3, 2]v^" 

7 e) fcraaifc&j&s*, ra^o^asr^fv^ mmt-^mz. 1 1 g*3frfe*srt*wfci' 

[0 3 7 3 ] 

(2 9 b) 



HJfcei (2 9 a) "C«j&§tL/c4- [3- (4, 4 - v'xf^y^ u^^r- 1 -a.- 
;V ) _ 4 _ - j. n7i-JV] ^e/l/* 1 ; > (3 . 1 1 g, 9 . 0 3 mm o 1 ) *m$&WMte 

Zti*$mW (6e) fcHflfcfcRJfcS^ RI«|oa«k3ffi*^V^ II® jb^% 2 . 55 g 

[0 3 7 5] 

(2 9 c) 

4 _ r 3 _ ( 4< 4 - P^^rt - 1 - x- ^) -4 -tf^^v^- 1 - 4 

[0 3 7 6] 
[ftl6 7] 



(2 9 b) -CfB££tL*:2 - (4, 4 - yxf jV^^n^t- 1 -4 
-?JV*'J>-4-^V7x^;V7r/ (2. 5 5 g, 8. llmmo 1) 

(7g) tmrnzKifomt, mi&<o&iBM*ft^ ai«'fb^W2. o 1 g 

[0 3 7 7] 

(2 9 d) 





O 



H 



ffifE# 2004-3101242 
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4- [-3- ( 4t 4 - yxf jVy^nA^f - 1 - -4- ( 4 - > JHf ^9 

y > - i - A )v) 7 x. -;H v > iiJf*M. 

[0 3 7 8] 
[4b 1 6 8 ] 



mrnm (2 9c) i:j3V^IilJ^/;4- [3- (4, 4-yxf)i/y^nAJrt-l- 
-4-e^7y>-l-4^7x-;v] (3 0mg, 0. 0 7 8 2 m 

mo 1 ) ^m^WM^m^fzo 

zti*$mm (if) tH&KEetfcs^ nm^ktsmzn <?tz 0 zbizmmm (if) 

MS m/e (ESI) 454 (MH + ) . 
[0 3 7 9 ] 

(mmm 3 0 ) 

) 4 _ [- 2 - (4, 4 - yxf ;Vy^P^^f - 1 - x-jV) - 4 -^JVfr U 4 

[0 3 8 0] 
[fU 6 9] 



»M (2 9 c) KLSJ^TStftStL^- [3- (4, 4 - ^ ^ 1 

-x.=-)V) - 4 - ^^.yVy- 1 — W ;V7x-;V] ^;i/*'J> (2 5 0 mg, 0. 652 
mmo 1) ^ffiW.*f^ffiv^c 0 

2 -^nn-i-xfjV7^ h 75 KOftfe ^ K 1 -7n^- 2 -7*^ J >£fflv^ 

#j dob) tiWKBOc;^^ mu^^m^-otzo zhKnmm (4g) tiwcD 

7jft-e±^m^jbLT|ISfb^ 3 2 0 m g £ fi-feHI^t Lt#f: 0 
MS m/e (ESI) 454 (MH + ). 
[ 0 3 8 1 ] 
(H»J 3 1 ) 

1 --fu \£)V- 4 - T2- (3. 3, 5, 5-f l-7^f JVy^nAjry;v) :7ji — ;v] 







[0 3 8 2] 
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[ft 1 7 0 ] 




• HCI 



»J (8 b) fc*5V»Ttt3fiS*Lfcl -[2- (3, 3, 5, 5-f F^fiVy^n 
^3^>;V) 7i-;V]t>7^V (12 0mg, 0. 3 9 9 mmol) fctill&JKfl-KfflV* 

KBZ*t, mM.<7)%kW*lT otl -7°n fcT;V- 4 - [2 - (3, 3, 5, 5-ff7^f 
;Vv^n^Jfi/;v) 7^^;v] tf^7y > 1 0 4 mg ^ife^ttt tt#fc 0 

£ ti*$mm ( 4 g ) t mm<7)j3&~em.mmtLxmmik&y9 9 2 m g l 

MS m/e (ESI) 343 (MH + ) . 
[0 3 8 3 ] 

(mmm 3 2 ) 

l-7^;v-4- [4- (4-^f^y^'Jy>'-l-^^ - 2- (3, 3, 5, 5 

[0 3 8 4] 
lit 1 7 1 ] 



(3 2 a) 

4-^h d r'>-l- [4--MJ-3- (3, 3, 5, 5-7l>7^f A^y^PMt- 

[0 3 8 5] 
Mb 1 7 2 ] 



&tfcftl (7c) *Lfc h'j7Wn^^>X;^yt 5 - ( 4 - ^ h tr-^ u 

v>-l--f;v) - 2--fn7x^Vx^f;V (2g, 5. 6mmol) * ffif&HW" 

fflSE# 2004-3101242 



OCH 3 





0CH3 





mm 2003-434312 
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m^fzo 4 - t -T^JUZ/^u^^— 1 -i^;V- (4, 4, 5, 5-7^7^^) 
-[1, 3, 2]y*W7 ^cO'ft^'Q (4 b) ^§^£^4, 4, 5, 5 

-rf7^f;V-2- (3, 3, 5, 5-f h7>fi^>^nA^f-l-x^) -[ 
1, 3, 2]^tt^7>4lv\ 2 -y* h y-Tfco 

tLx[ mnm (7e) tra^R/ss^ iw^^s^v^ 89g 

[0 3 8 6] 

(3 2 b) 

4 _ ( 4 _^ h^ybi^ij 1 -2- (3, 3, 5, 5-rh7^f^v^ 

[0 3 8 7] 
[ftl7 3] 

OCH 3 



A 

HJ&fU (32a) -CSHiS tL/c 4-^b^v-l - [4 h n- 3 - (3, 3, 5, 5 
-TF^^fiVy^a^^rt-l-^"^) 7x-)V] \£s<V~J> (1 g, 2. 6 8mm 

0 1 ) Zft^M^M^-fzo 

1 8I$W4 0 7>CflLt, Hifefll (2 c) IWKRJSS ^ |Sj#O^S*trV^ II 

8 4 5 m g *mm&-i&'^ t LT#fc 0 
[0 3 8 8] 
(3 2 c) 

1 — f 4 — (4-> h^'Vtf^VW-l-^f^) -2 - (3, 3, 5, 5-rl-7^f 

[0 3 8 9] 
[£17 4] 



mmm (32 b) -eM£tL^4- u-^ h^^u 1 --f ;v) - 2-0 

3, 5, 5-fh7^f^y^nAdfy;v) 7x^^75> (8 4 3 mg, 2. 45m 
mo 1) iffiS&lS^fcJB^fco 

H*feW (7 g) fclMKJyJftS-g:, |W|#Ot»5i^^fV^ «ffl£^ 5 9 6 m 




OCH 3 




H 



ffiSE# 2004-3101242 
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[0 3 9 0] 

(3 2 d) 

1 _- 7 ^ ;V -4_ [4- (4 -j. y*j/\£s<V yy- l -2- (3, 3, 5, 5 

[0 3 9 1 ] 
lit 1 7 5 ] 

OCH 3 




• HCI 



_ (3 2 c) -CS^^tl^l- [4- (4 h*->fcf^ij 1 -2 

- (3, 3, 5, 5-rf7^f;W>^nA3f->;V) 7^-;V] tf^5y> ( 1 2 0 m g 
, 0. 2 9mmol) £ ffil§m*2H-Ji V>fc 0 

Ztii&ffiW (4g) fclTOKKJ&£-^ |WJ«c9«?l£tTV>, l-/f;v-4- [4 
_ (4 hdrvtf^U w- 1 - 2 - (3 , 3, 5, 

dtLfcHJfefll (4g) ^«©»tiSftLtm^f 1 4 3 m g 

MS m/e (ESI) 470 (MH + ). 
[0 3 9 2] 

mmm 3 3 ) 

1 _y f - ;l/ _4- (2-^bfnr.4. 51t"'7J- 8 -^;V7^~;V) tf^9^> MM 
[0 3 9 3 ] 
[IU7 6] 




(3 3 a) 

Xbfn [4. 51 -FX - 6-^>- 8-*> 
[0 3 9 4] 
lit 1 7 7 ] 




v^n^>^^5& ^//^7*l2 F (lOg, lOOmmo 1) Of ;l/ J- > ( 1 0 0 m L ) 
IC, ^f^tf^HK/ (7. 8 g, llOmmol) , p-bK^H>8 (1 
. 9 g, lOmmol) fcflPx., ?V - * - ^«**fflv^«rlfe§ Ikifih 1 2 0 "C^ 

miE#2 004-3101242 
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xmm unmit^m 6 . o g t Lxntz 0 

[0 3 9 5 ] 

(3 3 b) 

^H°n f4. 51 7"%y - 8-*> 
[0 3 9 6 ] 
lit 1 7 8 ] 



HJfeM (3 3 a) Hj3V^T§IL^£*L*:^ tia [4 . 5] 7**- 6 -x-S- 8 V (6 . 
Og, 4 0mmo 1) fc/Bv*. HJfefll (6 a) fc HttKRi&S-*, P^^SSrtro 
6 . 0 g Ltf/co 
[0 3 9 7] 
(3 3 c) 

Y^) y )V^u ^ ^ y 7,)V^ym. Xtfn [4. 51 f^-7-x'/-8-^iV^riV 
[0 3 9 8] 
Mb 1 7 9 ] 



«M (3 3b) ^*v>T«3t§*Lfe^trn [4. 5] 7*#>-8-:*> (7. Og, 4 
6mmo 1) */Bv», (6 b) |WI#t~Rj££^r> R«<D&S**roT«»ffe£- | l& 

3 . 7 g fcJtfeilMM&i: LT#/; 0 

[0 3 9 9] 
(3 3 d) 

4. 4, 5, 5-rh7^fJV-2-Xtfn f4. 51 - 7 -J- > - 8 - 4 Jl<- [1 
, 3, 21 y't^rt^n7> 
[0 4 0 0] 
Hfcl 8 0] 



Hifefl! (3 3 c) K*v>"C*3&*ti:fc h V 7fr-*u* ?>xn'*yWt *tfn [4. 51 

- 7 8 -^;Vi^f (3. 7 g, 40mmol) fcffiv^ (6 c) 

[0 4 0 1 ] 

(3 3 e) 

4- U. 51 g^jz 7 -J^y- 8 ^7 ji-;V) ^7^/-!-^^ 






[0 4 0 2] 



2004-3101242 



#11 2003-434312 



^-v: 153/ 



mi si} 




%im (3 3 d) ICiSV^Il^tL/^, 4, 5, 5 -T V *7**f-K- 2 -*bfn [4. 
5 ] f ^_ 7 _xy-8-^fJV- [1, 3, 2] y*+t#n?> (1. 3g, 4. 9 5 
mmo 1) fcJBv^ Hife^ (4 e) t H^RtSS^ ^©feittrotia^l 
. 0 g ^fWHt|/:o 
[0 4 0 3 ] 
(3 3 f ) 

1_- f4. 51 f^-7-x>-8--f;V7x-;v) tf^-7v> 

[0 4 0 4] 
Mb 1 8 2 ] 



(3 3e) K&^xm&ZftfzA- (2-7. tfn [4. 5] T*-7 -^>- 8 - 
^;V7x-;V) tf^9^>- 1 -#;Vtff>^ t —-ff-fl/X-TsTfr ( 1 . 0g, 2. 5m 

mo i) £fl§v^ hmct (4f) tra*t'Rjs$^ ra&w^sfcfi^Tisaft^o. 

6 g fcitfeflMfttofc ITftfco 
[0 4 0 5] 

(3 3 g) 0 „ 

1 _^ f . ;v _4_ T4. 51 t"#- 7 -Ji^- 8 -^;v-7^-;v) t:^7-y 

[0 4 0 6] 
[ft 1 8 3 ] 



•mmm (3 3f) ^^t^s^i- (2-*t?n [4. 5] ^#-7 8 - 

^ ;i/7x^jV) t'^7y^ (1 4 Omg, 0. 4 7 mmo 1 ) fcfflv^ HMf!) (4g) i 

[0 4 0 7] 

(3 3 h) 





[0 4 0 8] 



ffi«E# 2004-3101242 



3&m 2003-434312 



^-v: 154/ 



Utl 8 4] 




%mm (3 3g) K^^XUik^fifz l --f^-fr- 4 - (2-XtTn [4. 5] 7-^-7 
_ x> _ 8 _ / f;V 7l -;V) t°^7V> til (4 Omg, 0. lOmmol) £fflv> 

, mrnm (6 to fcraatKRjss*, rajf*o&s*froT»«<b^»3 3m g «tfe@ 

MS m/e(ESI) 355 (MH + ). 
[0 4 0 9] 

(£Jfc« 3 4 ) 

1 _^ y:7 ^;v-4- [2. 51 5 -x-y- 6 -^;V7x-;V) tf 

^ 9 v > 



[0 4 10] 
Htl8 5] 




(3 4 a) 

[0411] 
[ 4k 1 8 6 ] 

F O 
F & 

4, 4 - V^^-y? ><DjXt> ^ *t?n [2. 5] ^-^^>-2-^-> ( 

1. 7 1 g, 13. 7 7mmol) & ffif&JE^KJl V*T> «M ( 6 b ) tlWItt^RJ^^ 
IWPif OjM^fi 1 oT, M4^#3. 3 5 g*fifeMtat||fco 
[0 4 12] 
(3 4 b) 

4, 4, 5, 5 -7- 1 9^ 2 -J* T2. 51 :fr ^ - 5 -J- V - 6 - 4 ^- [ 

1 . 3 , 2 1 ^^rt^a9> 
[0413] 
Mb 1 8 7 ] 



fc>»H", (3 4 a) t*v»f»jft*^ h V -7;v^n^ * y^;v*yf^ fcfo [2 

5] ^-^^-5-^^-G ->f ;vx^f;v (3. 34g, 1 3. 03mmol) £tB3l 

mtE# 2004-3101242 



#11 2003-434312 



^~'J \ 155/ 



3 5 g fcltfetttffcWfc LTftft, 
[0 4 14] 



10 4 15] 
Mb 1 8 8 ] 



ilfj (4d) K&^XWki&^frtzA - (2->'J7Wn^^^*-m->7i 
t°^7V > - 1 - t - ;vx^r;v (4. 12g, 10. 0 3mmo 

i) ^m^wMKm^tzo 

4, 4, 5, 5-f F7^f^-2- (3, 3, 5, 5 - T h 9 ^ ^;V-> * n^^- 1 
-o^;V) [l, 3, 2] ytWP7^^i)i:, HJffeM (3 4b) TftJSStLfc 
4, 4, 5, 5-T>7^fiV-2-Xfn [2. 5] * ^ 9 - 5 -x^- 6 - 4 ;V- [ 
1 , 3 , 2 ] v^^^n 9 ^ (2. 35g, 10. 03 mm o 1 ) fflV^T. ^gjfeffl (4 
e) fcratfcfcKJSS"^ H&O^&itfcfTV^ ««^i»3 . 0 9g«fWtU 

[0 4 16] 

(3 4 d) 

l- (2-^tin f2. 51 it* 9 - 5 -J^y- 6 ;V7ji-;V) tf^9^> 
[0417] 
Mb 1 8 9 ] 



(3 4c) t*v>T«jtStLfe4- (2-^tfn [2. 5] * - 5 -.x^- 6 
->f )Vy — t"^ 7 y> - 1 - * >t t - / f JVx^ r ;M 0 . 3 8 0 g, 1. 

0 3mmo i) * mmm^m^x , mmm (4 n rafltotfe&s* 

ff V>, flHUfrfr* 2 4 9 m g «r|fe»t»fef*3RW t Uftfc, 
[0 4 18] 
(3 4 e) 

l->fy7'f^-4- (2-^£°n f2. 51 t^^-5-x>-6-^f^7x^^) b° 



(3 4 c) 



O' 





[0 4 19] 



ffifiE#2 004-3101242 



#11 2003-434312 



^-v! 156/ 



[ftl9 0] 




mm (3 4 d) TMK&Lfcl- [2. 5] * - 5 6 ->f ;V7 

i — >U) tf^9v> (6 6mg, 0. 2 4 6 mmol) £ BJfURiR-Uffl v^c D 

Jfe#0 (6 g) ra«fc©««kll«rffv^ ilM7 6mg!:*feMt 

MS m/e (ESI) 325 (MH + ). 
[0 4 2 0] 

(mmm 3 5 ) 

1- (2-^fcfn [2. 5] t^^-5-x>-6-^;V7x-;v) -4- (-f h 7 H K 
n tf^ 4 --f ^jv) b^7y> ffiBS& 
[0 4 2 1 ] 
[ft 1 9 1 1 



^1#IJ (3 4d) -em^tLTtl- [2. 5] t^^-5-x>-6-^;V7 

tf^9v> (2 0mg, 0. 0 7 4 5 mraol) *tiJ$&lKfl-tefliv>;fco 

mmm (e g ) traaifcRtss*. RMStoft&ssrfrv^ im#»2 4. 3m g m 

MS m/e (ESI) 367 (MH + ). 
[0 4 2 2 ] 

mmm 3 e ) 

[0 4 2 3] 
[ftl9 2] 



(3 4e) -CSajS^tLjt 1 ->f vrf-JW- 4 - (2 -Xtfn [2. 5] ^^-5 





miE# 2004-3101242 



mm 2003-434312 



^-v : 157/ 



-x>-6-^;V7x-;V) ^7V>I1I (2 0mg, 0. 0 5 5 4 mm o 1 ) ££B 

1 9 m g *te-fe|± H a H fc LT#/c 0 
MS m/e (ESI) 327 (MH + ) . 
[0 4 2 4] 

mmm 3 7 ) 

2_ |- 2 - (4, 4-y ^ ^-;U->^ U^^p-fr- 1 — JV) 7x-J|/] -4--fy7'f 

[0 4 2 5] 
1 9 3 ] 



HCI 



(3 7 a) 
4- T2- 



(4, 4 f;V->^ p-x^-fr- 1 



[0 4 2 6] 
[ft 1 9 4] 




IN | 

— /I/) H°^7v > - 1 - *;V^>1 1 - 7*f ;vx^f ;V (4 . lg, lOmmol) £ & 



4, 4, 5, 5 -T- 1 5^ f-JU- 2 - (3, 3, 5, 5-f >5> W^O^t" 1 
-^-;V) [i, 3, 2] 5>:*-*iJ-Ji*n9>©ft*>»n^ (lb) "CM^ tLfc 2 



g: 



— ;v) -4 

1 2 mm o 

2 



/£rt/3 



- (4, 4 —V* n^^- 1 

, 3, 2] ytWn5> (2. 83 

[0 4 2 7] 

(3 7 b) 

1- [2- (4, 4 - fJVv7 n^^-t- 1 -ji^;v) 
[0 4 2 8] 



, 4 , 5 , 5 -x > ? * [ 1 

1 ) fflV^T, H^fl (4 e) fcH 
9 g*i4i#t LT#7t 0 



mtiE# 2004-3101242 



#11 2003-434312 



^-v! 158/ 



Hfcl 9 5] 




(3 7 a) Ci3V>tM$^4- [2- (4, 4 - it* ^;V->^ n^-^- 1 - 
-7i^;v] tr^v^- 1 -#;vjJ*>Bfc t -yf^xXfiV (3. 17g, 8. 
5 6mmo 1) Zm$&WMKm^?z 0 

3 g) tiwi»^K)S$^, ra&w^&a&ffv^ isaft^i. 8 2 g ^«wa 

[0 4 2 9 ] 

(3 7 c) 

1- [2 - (4, 4- 22l f^ki^g n-^-fr — 1 -J-=- ^) y x. — Ji'] y/f^ 

[0 4 3 0] 
[ft 1 9 6 ] 



£Sfc0O (3 7 b) fc*5V>T«jftS*Lrt: 1 - [2- (4, 4-y7f Jl/y^DA^f - i - 
jc-;V) 7x-^] fcT^v^ (2 0 0mg, 0. 7 4 0mmol) * fo^M^'M V*fc 



mmm Oh) tra«tRis§*, raatoawoss**?^ 1- [2- (4, 
ztizmnm (3h) fcra»<&:#te^»:ftftLT*«ft^tt2 5 5mg^M#tL 

MS m/e (ESI) 327 (MH + ). 
[0 4 3 1 ] 

mmm 3 8 ) 

1 - y £ n g^p if ^;V- 4 - T2- (4, 4-yxf ;l/y^nA^y;v) -4- (4 




[0 4 3 2] 



mtiE# 2004-3101242 



#H 2003-434312 



^-y : 159/ 



[ft 1 9 7 ] 




HCI 



[0 4 3 3] 

(3 8 a) 

4- [2- (4. 4 -vj^;V->^ n^^r-ij-- 1 — fr) y*- — >H fcf^^yix— 1 - 

[0 4 3 4 ] 
[ft 1 9 8 ] 



^;V) lf/<9^>- 1 -#;v*K>^t -y^;V^^-r;V (4 . 7 1 g, 11. 5mmol 

4, 4, 5, 5-f F7^fiV-2- (3, 3, 5, 5-f ^^f^^DMt-l 
-x-)i/) [1, 3, 2] v^^n^Oftfc*) fc, MM (6 c) "ZmUkZ Ht: 2 
- (4, 4 -V^^^-y^ u^^-^-— 1 - — )V) — 4, 4, 5, 5-ff7^f;V [1 
,3,2] ^tH**D5> (3. 7 g, 14. Ommo 1 ) fflV^T, (4 e) t 

[0 4 3 5] 

(3 8 b) 

4 _ p 2 - (4, Z^EJUd ^7y>-l-^^^"/l 

[0 4 3 6] 
[ft 1 9 9 ] 



(3 8 a) M^TM^tLTt 4 - [2- (4, 4 - yxfjV v * n^*^- 1 - 
7^-;v] tf^^y^- 1 -*;v^>^t-^;voi^x;v (3. 96g, 9. 
9 3mmol) £ffi»JK*H-/Hv>;fco 





miE# 2004-3101242 



#M 2003-434312 



^-v! 160/ 



flJ&M (8 a) IM^S^Htot^ WfctLfcJfi&jftWfci''; 
*7A^n-7f/77^ - (»^f-;v/^\dr-9->) T"iILTil«3. 7 9g£ 

[ 0 4 3 7] 

(3 8 c) 

4- F4-yn^-2 - (4, 7.x~;H tf^7v^-l 

[0 4 3 8] 
[ft2 0 0] 



\£u*?>— 1 -#;V*}?>^t -^f^x^f^ (3. 7 9 g, 9. 4 6 mm o 

itL*niSf?o (3 e) tmm~ ra»o^Baa«r^TV^ ^e^%2. 7 5 

[0 4 3 9] 

(3 8 d) 

4 _ [ 2 - (4, 4-y'xf j^>j'DAjry;l/) —4 — (4 - ^ > ^v'ti^'J y> - 1 - 

[0 4 4 0] 
[ft 2 0 1] 



(3 8c) Ki3V>"r»ii$*Lfc4- [4-^n^&-2- (4, 4->Wy^n 
^v;v) t> 5 y > - l - * jv t - 7'f ;vx7 7 (9 0 0mg, 1 

. 8 8mmo 1) £*v-V> (1 OmL) £»#3"£fco -eorI^^«f!) (7 a) 
*3V*-C»i£3*L;fc 4 Y *->^'J v> ilSt^(4 3 0mg, 2. 8 4mmol), 

(8l0mg, 8. 43 mm ol) , MJ - t - T 9 ^*.* * 
At 1- 57^tn#V- h (3 4 0mg, 1. 1 7mmo 1) , JitWf^V'J 
A (II) (1 0 5mg, 0. 4 7mmo 1 ) £5nx, M*«T\ ^ftl 0 0°C^1 B# 

^V^T«M (3 f) fcrafltoftJM&ffV*, 1 3mg«^l#a 

ffi!E# 2004-3101242 



Br 




v;v) -7 




#11 2003-434312 



^-v: 161/ 



[0 4 4 1 ] 



(3 8 e) 

1- 12 - (4, 4-/xfjl/y^PA3ryiM -4- (4-^ f^vH^'J y> - 1 - 

[0 4 4 2] 
lit 2 0 2 ] 



&6feffll (3 8d) fc*sv»TR3i Sit*: 4- [2- (4, 4 - yxf ;Vy^n^y;v) 
_ 4 _ ( 4 _^ l —4 ;v) — ;v] tf^9 1 —fcJUKvBfc t 

-yf^xxf* (413mg, 0. 8 0mmol) %&§kWMt LTffiV^: 0 
dtLfcHifefll (8b) fcHfllfc&JES^^ BN^H^hU^A^at^fttJO^RBft* 

[0 4 4 3] 

(3 8 f ) 

1 --y^ uy°U\L)V^^)V- 4 - [_2_Z (4, 4-yXf)l/y^PA^yjV) -4- (4 

— * h^rv bf^tu i —■ins) y^=- ;H tf^^v^ J&Bfc& 

[0 4 4 4] 
[ft2 0 3] 



HMM (3 8e) t*v>T*3&$tLfel- [2- (4, - 
4_ (4 _ ^ ^drv-tf^i; 1 — ^f;V) "7.x — tf^-7v> (50mg, 0. 12 

lmmol) SrtHSWRJR-fc L"Cffiv>jt 0 

(9) fcRf^tt^^ ra»©iaa*ffo3to ^h^mmm (9) 

MS ni/e (ESI) 468 (MH + ) . 
[0 4 4 5] 

(»!3 9) 

i-r^;v-4- T4- -2-*tfp f5. 5] 





aiSE# 2004-3101242 



mm 2003-434312 



162/ 




10 4 4 6] 
[it 2 0 4 ] 

OCH 3 



(3 9 a) 

1 V y^Jru* ? y7s)V*^W.^ T5. 51 ^>f^-2-x>-3-^ji/xxrJV 
[0 4 4 7] 
[ffc2 0 5] 



4, 4 - v^^-;v >(DiXt> ^ &~n ^tfn [5. 5] £ > > — 3 - ir > 

(15g, 90. 2mmol) ^fflMCfflV^, W (6 b) i: |Wl«HcKJ££^, 
raifc^gkSSrfTo-C, fiSSft^ 2 0. 9 g Lxntzo 

[0 4 4 8] 
(3 9 b) 

4. 4. 5, 5 -7- h 7ff-)V- 2 -7,\£u T5. 5l $ - 2 3 - j ^- 

n. 3, 21 

[0 4 4 9] 
[4b2 0 6] 



1 V "7;v^-n^ ? >^;v^>'B^4 , 4 ->^f-;v->^ n^-^- 1 - x^oft 
(3 9 a) iz&^xm&Ztitz 1 V 7;v*n^ ^ >^;V*>m*t£n [5 
. 5] 7>T%- 2 -x->- 3 ->f ;vxxr;v ( 1 0 g, 33. 5 mm o 1 ) £ £B§ilIC# 

nfflv^-c, mmm (6 c) tiwut^Bos^, ratfco&Hfc^or, 6 4 

[0 4 5 0] 

(3 9 c) 

4-^l^v-l - (4-xfP-3-^b°n [_5_. 5] $ yy*1i - 2 -J->- 3 ^ 





[0 4 5 1 ] 



miE# 2004-3101242 
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^-v: 163/ 



[fb2 0 7] 




-$mm (7 c) K&^xM&Ztitz h 'J7;^n^ ^ >^;v*>t5 - 
^'J y>- 1 - 'f ;V) - 2--fn 7x-;l/x^r^ ( 2 . 0 g, 5 . 4 3 mm o 1 ) £ 
ffi§£M*R~fflWc 0 4 - t -yf^Vy^ 1 (4, 4, 5, 5-f ^ 

9 7^-;v) -[1, 3, K> (3 9 b) t?»3t$tL^ 

4, 4, 5, 5-rf7^f^-2-Xt"n [5. 5] ^yTfl - 2 3 - 4 fr- 
[ 1 , 3 , 2] 9 > (1. 6 5 g, 5. 97 mm o 1 ) fcfflv^ HJfefll ( 7 

e) hlWJlSH^jS^, 1^*0^3*^0X41®^% 2. 33 1g*ffe«»H 

[0 4 5 2 ] 

(3 9 d) 

4- (4 -7 h jr->tf^V 1 ->f ;v) -2-Xtfn f5. 5] >>>7 y ^-2--^> 

[0 4 5 3] 
Hb2 0 8] 




HJfefll (3 9 c) -C$!BI£*L*:4 h^v- 1 - ( 4 -~ > n - 3 tf n [5. 5] 
>7 >"r ? * - 2 3 — >f 7 x.~Jl/) tf^Uv^ (2. 33 lg, 6. 0 6 mm o 

i) *m§kB.&Km^r, mmn (6e) hwM\'W.fc%-&, nuco^m^n^xmmit 
&®\. 7 9 g *n&m®.m t lt»^ 0 

[0 4 5 4] 

(3 9 e) • 

l-[4- (4-n^y^'Jy>-l-^^) -2-7 E°n f5. 5] 
[0 4 5 5] 



SiiE# 2004-3101242 



#11 2003-434312 



^-v: 164/ 



[ft 2 0 9 1 



OCH 




X) 



o 



H 



HJfef!) (39d) TS3t3*Lfc4- (4 h^i/tf^V 1 >!/) 

[5. 5] 2 3 ->f ;V) 7^-;l/T5> (1. 79g, 5.J3mm 

o i) tmi&iRfi-t'ffl^T, mmm (?g) fc Harass*, iwo^ssrtro-c^® 

1 . 0 7 1 g £Y&ir£@#fc LTftfco 
[0 4 5 6 ] 

(3 9 f ) 

4 -[4- (4 1 4r'>tf^V 1 -^fJW) [5. 51 fr>7*:ft-2 

- 3 v^- l -#;v^B£t - T^j/^Xr^k 

[0 4 5 7] 
Kt 2 1 0 ] 

OCH 3 



lO&fl ( 3 9 e ) t?«tat § *Lfc 1 - [ 4 - (4-^ f^yt^'Jv^-l-^;V) - 2 - 
.Xtfn [5. 5] "?Vf*-2-x>-3-^-7xiJl']^9i'> (4 5 0mg, 
1. 0 6 2 mmo 1) *ffil&M^^ffl^T, (3d) fclWK£OS$*, 

S*?roT«»ffrfrtt 5 2 4 m g Sr^-feHfrt LT#7t 0 

[0 4 5 8] 
(3 9 g) 

4 -[4- (4 1 3r~>tf^'J y y- 1 ;v) r5. 51 y>7*f)-3 





[0 4 5 9] 



ffi§E# 2004-3101242 
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^-vl 165/ 



UK 2 1 1] 

OCH 3 





(3 9f) T?*B&$*L;fc4-[4- (4 h ^->K>'J 1 --f ;V) -2- 

*t£n [5. 5] 2 3 -^7xiJl/] \£s<7V>- 1 - fc/ntfvgfe 

t -yfJVxXrJV ( 5 2 4 m g, 1. 0 mm o 1 ) fcffiS&jgfl-K/fl v>fc 0 

Ifej^ ;KZ> fflv*, $mm (8 a) fcR&fcRJSS*, ra#O^S«rtTo 

[0 4 6 0] 

(3 9 h) 

1 — f 4 — (4 h^->tf^'j 1 -^f;v) -2-X^°n [5 

--f ;V7x^;i/]n , ^7y'>' 
[0461]" 
[<E 2 1 2 ] 

OCH3 



51 $ 



3 




( 3 9 g ) TrWkitZtiti 4 - [ 4 - (4-n^fy^'Jy>-l-^^) - 2 - 
x\£u [5. 5] ■> > f * - 3 - ^ ;v 7 x ^ ;v ] t° ^ 7 y > - 1 - * > i t - y f ;v 
x^r^ (5 17mg, 0. 9 8 3 mm o 1 ) ^m^WMKm^X, %mm ( 8 b ) t |W] 
W^^S^ff o-C«^b^3 6 7mg«ffelftLT#fc. 

[0 4 6 2] 

(3 9 i ) 

1 -7*^;l/-4 -T4 - (4-^ h^ylf^'Jyy-l-^;V) -2-^£°n f5. 5] 
g >7*fj- 3 - W ;V7xX jV] e^^yv 
[ 0 4 6 3 ] 



miE# 2004-3101242 
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^— 166/ 



Ut 2 1 3 ] 




Hifetfl (3 9 h) -CSKfeSfLfc 1 -[4 - (4-^Ry^'Jy>-l-^) -2- 
*fc?n[5. 5] ^>f*-3-^^7x-;V]t'^7y> (5 0mg, 0. 117mm 

0 1) *fflS&]K*Nwfliv>-*\ Hifefll (7h) fcHafcfcRJ&S*. ra*fcO&S£fT o T 1 - 
: /f-;V_4_[4- (4-^ f^ytf^'J-y'^-l-^iV) -2-Xtfn [5. 5] 

tfLSrHJfeflO (7h) tIWI#Oyjfe^^mm<bL-C|i®'fb^2 8 mg ^te-feiUfrt L 

MS m/e (ESI) 482 (MH + ). 
[0 4 6 4] 

mnw 4 0 ) 

14 - f2- (3, 3, 5, 5-rh7^f^P^y^) 

1 - ± m 7 -b i - 1 u mmm 

[0 4 6 5] 
[<k2 1 4] 




HMM (8 b) T?«Hi£*L7fcl - [2- (3, 3, 5, 5 -t 1 9 * f-frl/ir 
) ~7^-;V] K^7yy (4 0mg, 0. 13 3mmol) SrffiUlRfl-KfflV^o 

dob) tiw^css^ rafli^aAfea* Lfco 
x . it -e# <b fttz&mo * mm dob) t wm^mxmmmt ltism 

% 2 8 m g ^iSfeHfr fc Lt#/; 0 
MS m/e (ESI) 340 (MH + ). 
[0 4 6 6] 

immm 4 1 ) 

1- (2 -J. h^vJif-;V) -4- [2- (3. 3. 5. 5-ff^W^P^y 
[0 4 6 7] 



miE# 2004-3101242 



mm 2003-434312 



^-vl 167/ 



Hb2 1 5] 




HCI 



(8 b) "e9tfkZtit:l- [2- (3, 3, 5, 5-ff7^f;Vy^n^y;v 
) t°^7V> (4 0mg, 0. 13 3mmol) %B$&WMt~Ri^fco 

t\ ^Sifefll (10 b) fclWtftfcKRtSS^ |WJ#0»S«rU^o 

^^-e#^^/c^%^*M^!l (iob) tiwi^o^-emmm^LTfiM-fb^ 

ft 3 4 m g LTftfc, 
MS m/e (ESI) 373 (MH + ). 
[0 4 6 8] 
(*&fefll 4 2) 

1 - v ^ P7*Ptf;i/,*-?-/l/-4- T2- (4, iVy^nA^yjv) _ 4 _^^ 



[0 4 6 9] 
Mb 2 1 6] 



^7V> MS 



0 




HCI 



(4 2 a) 
4- T2- (4 



4 — -y^ -> n ^sdr -> ;l/) — 4 — tf ^ U y > — 1 -^f;V7x-;v] 



[0 4 7 0] 
[4k 2 1 7 ] 




HJfefll (3e) T?»jiS*Lfc4- [4-yn*-2- (4, 4-vV 
) tf^?y>' - 1 - *^>Sfet - yf^f ^ (8 0 0mg, 

mo 1 ) *tH»]Rfl-fcJBV*fco 

ffi§E# 2004-3101242 



7 7m 



#fl 2003-434312 



^-v : 168/ 



MM HlUt^ 5 9 7 m g ^^felllfrt Ltfto 
[0 4 7 1 ] 
(4 2 b) 

x _ 12- (4. 4-S>'^f;Vy^n/\aryjV) - 4 - fcf ^ V v > - 1 - "f )±7 J- — ;V] 



(4 2 a) Ki3^-CM£*Lfc4 - [2- (4, ;Vy^nA^^V) - 

4 -tr^rj y>- i -^jvy^ t°/<7y> - 1 -#;Wl?>^t -^fi^XrJV ( 

5 9 7 mg, 1. 31mmol) £ ffi^Mfl-^ffl V»fco 

HJfe0!l (3 g) fcra&fcRjDS^ M^^S^^v^ tlMlt^tM 1 9mg?:|fe@ 

[0 4 7 3 ] 

(4 2 c) 

l-y^P7°nE';v^f ^-4- [2_z (4, 4 - V* fyfrS/g f£ vJV) 
'Jy>-l--f;V7x-;l/1 
[0 4 7 4] 
Ift2 19] 



^ifetf!) (4 2 b) Mv^ttgti^l- [2- (4, 4 -i^^;Vv^ n^v;v) - 
4-^'Jy>-l-^^7x-jl/] E^7y>' (5 0rag, 0. 1 4 lmmo 1) tffi 

-f y /f^TJV^t Kco-ft^^ Cy-^nyn^y^^vfii F£jiv^-£\ (3 h 

6 5 m g ^te^m^h LT#3t 0 
MS m/e (ESI) 410 (MH + ). 
[0 4 7 5] 

mmm 4 3 ) 



[0 4 7 2] 
lit 2 1 8 ] 





m§E# 2004-3101242 
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^-v: 169/ 



4 -[4 — (4 --f^-^M^Vy- 1 —-i 5 -(4, 4 — 5 



-2^ h^->7x^.JH- ; &^'J> 
[0 4 7 6] 
[ft 2 2 0] 

o 



III 




[0 4 7 7] 

(4 3 a) 

4 - T2 - (4 , 4 -yxf;Vy^nA^f- 

yy-i-^M>it- 7'f;vx^f ;v 

[0 4 7 8] 
[ft2 2l] 




(6 f ) T'M^t$^7^ 1 - [2 - (4 , 4 1 -jr.~;v)- 

5 _^^~>7 x;j V]H^7y> (0. 9g, 2. 7mmol) tl^t, il^! (3 
d) Cfv>iIJ:Uy^nn^^>^ 1 5^rh7liKn77>^fflv\ ^JtS^fl (3 
d) t[WI#^KJS$-tt. IWI^O^ll^f oTHS^^O. 9 6g^Iffe«itLT 

[0 4 7 9] 

(4 3 b) 

1 - 12 - (4 , 4 - yxf»y^P^y)V) - 5 - pt h^rv7x^;l/] \£^ 9 J> - 1 - 
ft ;v g > gfe t - 7^ jv J- x -r ;v 
[0 4 8 0] 
[ft2 2 2 ] 




Hi&fll (4 3 a) ld*v>-CSliS§tL7t4 -[2 -(4, 4 - v^;v n^^f ^- 1 -J- 
5-^< >^^^ J i-;v]tf^9> ? ^- l -fcjv^&t -7*f^r^ (0. 9 
6g, 2. 2mmo 1) frfflVN >* * J £ T h 9 Kd 7 9 13 

ffi8E#2 004-3101242 



#12003-434312 



^-v : 170/ 



0 . 9 5 g fc&ltfeffl*** trftfc. 

[0 4 8 1 ] 

2 v V - 1 - ft ^#>8g *■ - "fsf-frx.T.'rfr 
[0 4 8 2] 
[ib2 2 3] 
Br 




IN 1 



(4 3 b) £*5V>T»3i3*L;fcl -[2 -(4, 4-yxf;Vy^nA3p~>;v)- 5- 
^ Y*i/7 x.-jvi^^yy- 1 -*^f>tt -^f^r;!' (0. 9 g, 2. 0 
8mmo 1) (3e) fcHfeV^ * * ✓ -)V<DKt> h^h ffiV* * 

xmmit^m 0 . 4 1 g iiuttfco 

[0 4 8 3] 

4 t fV- ( 4 , 4 y j. f- JV v » P ^ * v ) - 4 - g JV » 1 J ^ - 5 - ^ h y -7 ^ - ;V ] If 



[0 4 8 4] 

Mfc 2 2 4] 




6 




«S«U3c) i:m|[i^fc4-[4-^€-2-(4, 4 - ,yxf !^/on 
Omg, 0. 3 9mmol) (3f) fcttv*, h U - t - * . 

[0 4 8 5] 

(4 3 e) . . , 

4 -T5 -(4 . 4-yxf^->^nAjri/^)-2-^ h^>-4 -M7y/-l-< 

[0 4 8 6] 



ffi|E# 2004-3101242 
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^-y: 171/ 



lit 2 2 5 ] 




H 



^ (4 3 d) H*v^-C»jft$tLfe4-[2-(4, 4yxfiVy^AJfyiV)-4- 
(8 0mg, 0. 2mmol) **Jfc« (8b) kra#^RJ£$^ I^OM^HtoT 

[0 4 8 7] 

(4 3 f ) 

4 _ r 4_(4- 7 'f;V^7y>- 1 - ^;V) - 5 - (4. 4 - yxf;Vy^n Ajry;V) 

[0 4 8 8] 
[ft2 2 6 ] 



(4 3e) fc:i3V»T*H££*Lfc4 -[5 -(4 , 4 - v ^ u ^ v 71/ ) - 2 
_ ;( ^, > _4_ K >7y>-l_^V7 I -)V]tH , J> (2 0mg, 0. 0 4 8m 
mol) ?f$mm (6g) ^t£v^ rfn Fu t? 7 ^- 4 -^W-OVr'li FOftfr K 
n-^f^y^ft K^fflV^l^ (6g) £ |WtfSH'RJ&$^ R&O&Sfcfr^ 
1 lmg^ifWt U#/:. 
MS m/e (ESI) 472 (MH + ). 
[0 4 8 9] 

mmm 4 4) 

2- j_4- f2- (4 - t ^y^P^^v^) tf^^yv-l-^f^t 

MS m/e (ESI) 400 (MH + ). 
[0 4 9 0] 

m^-mmmyfmmm, mmmmmttzit^nh tmm^m^m.^^^ 

2 - {4- 12 - (4- t-7*f^'>»nA^r'>A/) 7^-;Vl If ^< 9 2 ^ ~ 1 - d 
— N. N-y^f^7^h7< F 
MS m/e (ESI) 386 (MH + ). 

4-^yy>-l- \2 - (4 - t -7^;vv^n^jrv;v) 7^~ >H ^7y>-2 




ffifiE# 2004-3101242 



mm 2003-434312 



: 172/ 



MS m/e (ESI) 405 (MH + ). 

2 - j 4 _ \2 - (4 - t -r^JVv ? n^-fr- l -ji-;v) ^7v>- 
MS m/e (ESI) 384 (MH + ). 

1 — r 2 — ( 4 - t -7'f JVy» n^s^rv;ix) 7^ — - 4 - v ^ p 7u ^° ^ 

MS m/e (ESI) 355 (MH + ). 

|- 2 — ( 4 - t —"Tf-ti/ P^x^-fr- 1 — -J 1 -— >±) 7.x.— ;H - 4 - ^ -^JV tf^7 

j E lolli 

MS m/e (ESI) 313 (MH + ). 

1 _ 7 ^ > -3-^^f J y-4- [2- (3, 3, 5. 5j^ZLLZ2L±iLll^-E±i±2 
;v) 7x- ;H if^r/^ 
MS m/e (ESI) 381 (MH + ). 

1 - - (4-p! ^y^'Jy>-l-^») -2- (3. 3, 5. 5-r1-7^ 
;l/yy- n^x^-fr- 1 -jc-;v) 7i^l - 4 - 7°P tf ^ g g£ > t&MIM. 

MS m/e (ESI) 454 (MH + ). 

2- U — T2- (4-t-7'f;vy7P^ j ry^) -7j^;H v>-- l — ± M 

— i -^v^v y— 4 -^f^j-^y >• ^m^: 

MS m/e (ESI) 428 (MH + ). 

2- 14- [_g_z ( 4 - t fry 7 p^ ± yjkO 7x-^] tf^7v >- l — >f frl 

- i - M n V v > - 4 - -f ;vx ^ y > 
MS m/e (ESI) 412 (MH + ). 

[0 4 9 1 ] 

1 -j-tf^y- 1 ;y- 2 - 14- \2 - ( 4 - t - 7±± v £ P vjV) 7x-JV 

1 bf^7 v>- i ^ ~ 

MS m/e (ESI) 440 (MH + ). 

3 _ ( 4 - t - 7 -^^ y ^pA3ry;V) -4- ( 4 - 7*-?-fr 7 V > - 1 - ± 
MS m/e (ESI) 382 (MH + ). 

1 _^-^-;v_4- [ 2 _ (4 - t -^f;vy^ p^\^r->;v) - 4 - fcTU 2 >~ 2 ->f fr~7 
MS m/e (ESI) 434 (MH + ). 

4- (4 - t -7^))/*/? p^-fr- 1 -.x^;v) -3- (4 --f^-iv M^y v>- 1 - 

MS m/e (ESI) 370 (MH + ). 
|- 4 _ (4 _ t -y^^y^ n^^-^- 1 - — ;V) -3- (4 —ff-fyyj-^'yy >- 1 

MS m/e (ESI) 398 (MH + ). 
T4_ (4 _ t -7^;Vy^ n^yfr) -3- (4-7*f^^7y>-l-^v) 7 

MS m/e (ESI) 400 (MH + ). 

1 — f 4 — (4 fc Vy- 1 fr) - 2- (3, 3, 5, 5-Tl-7^f 

;Vy ^ P^^r-^— 1 — — JV) ~7.x.~;Vl — 4 — ^P-y^Hf ^7 y^ ill^M. 
MS m/e (ESI) 482 (MH + ). 

!_ [- 2 - (4 - t _ 7 °f ji^y^n^t- 1 - J-^.;V) -4- (4-^ b^yb^'jy 

MS m/e (ESI) 454 (MH + ). 
[0 4 9 2] 

1 _ 7 -^ ;v _4_ |- 2 - (4 - t -y*f-;Vy ^ P^vJV) -4- (4-^h^rv^^ 1 ; 

2004-3101242 



#M 2003-434312 



^-v : 173/ 



MS m/e (ESI) 470 (MH + ). 

3 -4 ;V7^-;v1 -4-^>fJV^°^7y> tit 
MS m/e (ESI) 494 (MH + ). 

1_ f 4 _ (2-^fe:n f5. 5l $ Z^T* - 3 - j ^ 7 x -;v) 
1 y» >- 2 tit 
MS m/e (ESI) 383 (MH + ). 
(g) _ 1 n -7°P bf;v^f-;v- 4 - [2j= (4, 4 - yxf)ky» ffr v^V) - 

4 - (3_^>^y n° ^ ijy'>-l-^V) 7 j. — ;v] ^ 7 v > tit 
MS m/e (ESI) 468 (MH + ). 

l_-7^;v-4- [2- (4-7fiVy^nA,dr->;v) 7x-JV] if^^v^ tit 

MS m/e (ESI) 357 (MH + ). 
|- 4 _ (4 _ t ^^^-jy^jr n^jpy;y) - 3- (4 -7^;V^°^-7 ¥V- 1 - W JV) ~7 

gfci^ f-;yji^x;v tit 

MS m/e (ESI) 429 (MH + ). 
|- 5 _ (4 _ t - ;yy^PAjry;v) -4- - 

2 -p* > jpy -7^-^! y'^f JV7^> tit 

MS m/e (ESI) 430 (MH + ). 

2 - y ^p^pbf;l/^f JV-4- [2- (4, 4 -Vxf^y^P^t - 1 --X--JV) 
- 5 h *i/7 JH tit 
MS m/e (ESI) 383 (MH + ). 

l-yj/P7°nb°;i/^f;v-4- \2- (4, 4 - yxf ;Vy^P^4ry ;v) - 5 - * h 
^•v-7^-;v1 yz^yy tit 

MS m/e (ESI) 385 (MH + ). 
[0 4 9 3 ] 

2_ (4, 4 -yxf-^y^ p^ar-^- x _ jr.-;k) -5-^ h^y7x-;H - 

4 - 7°p tf ;v fcf ^ 2 2 > tit 

MS m/e (ESI) 371 (MH + ). 
r4 _ ( 4 -^-f-;vtf^7 1 ^) -5- (4, 4-yxf;Vy^PA^y;V) 

-2-^h j ry7x^;Vl y^fJVT^ tit 

MS m/e (ESI) 430 (MH + ). 

1 _ :7 ° n e;V-4- (2-XH°P [4. 51 7*%- 7 8 ->f ^7x-JV) 

v > tit 

MS m/e (ESI) 339 (MH + ) . 

1 _ 7 ° nt f;y-4- ( 2 -xti°P [4. 51 f^-8-^;V7xxjv) tl 
t 

MS m/e (ESI) 341 (MH + ). 

1- (2-^H°P U. 5 1 g^JZ 8 ~^ )±7_±=iM - 4- (fhyt:K P^7>-4 
~-^;v^-?-;v) ^?y> tlt ~~ 
MS m/e (ESI) 397 (MH + ). 

r4 _ (4-7 , f;l/t:>7yy-l-^^) -2-^ f ^ry-5- (3 . 3. 5. 5-x 
)7^f)Vy^nMyJl/) 7x^1 >M^;VT^> tit 
MS m/e (ESI) 430 (MH + ). 

4 _ [ 4 - (4-/< / fjvif/<7s;y-i-'f;v) -3-.x^p T4. 5l Yii-l-x- 
V- 8 ;v7^-;v] ^^'jv tit 

MS m/e (ESI) 452 (MH + ). 

l-^-^-;i/-4- [2- (4 - t. - y^jVv_2 P^^v^) -5--?t >^y7J-JH tf 
tit 

MS m/e (ESI) 387 (MH + ). 

1 _ 7 ^;y_4- |- 2 - (4-t-7'f-;Vy^P / \ j ryJV) - 4 -pt h 3r >12 ^-^1 ^° 



ffiiE# 2004-3101242 



#11 2003-434312 



^-y : 174/ 



^7y> gum 

MS m/e (ESI) 387 (MH + ). 

[0 4 9 41 , . 

6 _ ( 4 _ t -^ J yy^pAJryjl/) -7- f 4 - fcf^ ^ v > ~ 1 ~ ^ >Li ~ 4 

->f^-4H- / <V > / ri. 41 ^ ^r^-y >- 3 

MS m/e (ESI) 442 (MH + ). ~ ~ . 
2 - |4- [2- (4 - t -y^-;Vv^ n^^r'>;v) - 4 - ^ fc gr y 7 j. ^JV] ^^^v 

MS m/e (ESI) 416 (MH + ). 

6 _ (4_ t _ 7 'f-jVy^nAjry;i/) -7- (4--/f^^ 7y>-l-<^) -4 
_^ ;V _ 3- 4- y -EKP-2H-^>/ [1, 41 ^-fry^ 
MS m/e (ESI)'428(MH + ). 

3 _ ]4_ 12 — (4-t-7'f^y^P A - j rV^) 7x^JVl v V— 1 — -1 M 

7°u gj: >Bf ^ f-;V-x^,7";V 
MS m/e (ESI) 387 (MH + ). 

4 _ p 4 _ ( 4 _ t -y^;y->^n^^v;v) - 3- ( 4 - zf^fr K ^-7 v > - 1 - 4 ^ 
) 7j,^;v1 t»^'J> 
MS m/e (ESI) 442 (MH + ). 

1_ [4- ( 4 - t -^^;V->^P^^rvJV) - 3- (4-7fJVM7y>-l-^v 
) 7^-;vl -x^y> j^Bt^ 

MS m/e (ESI) 399 (MH + ). 

6 _ ( 4 _ t - 7 'f)VyyqAjryjM - 4 -;* ^JV- 7 - [4- (3-^f^7f;H 
e^^yy- l -^f;Vl -3. 4-vti Kn-2H-^>V fl. 4 1 tW> 

MS m/e (ESI) 442(MH + ). 

4- [3- (4, 4-y^f;Vy^nAn-l-^^) -4- (4-^77^^^ 

MS m/e (ESI) 412 (MH + ). 
[0 4 9 5] 

4- [4- (4 -T'fJV^^^y - 1 - 3- (4, 4 - 9 J * s s ? y 

; v) -2, 6 - y^ ^;v-=e;v* V > 

MS m/e (ESI) 442 (MH + ). 

4 _ [ 4 _ ( 4 -yf-;vtf^9> ? >- 1 ~-f;V) - 3- (4, 4-^^f-^v^a^^r-9- 
- i - ^ ;l/ * V > ^MtiM: 

MS m/e (ESI) 412(MH + ). 

4 _ [ 3 - ( 4) 4-^f;vv^AH-i-i^;v) -4- (4-7ntjvM 7 
>?;/-l--f;v) 7x^ ;v] MBM. 

MS m/e (ESI) 398 (MH + ). . 
1 _ 7 -^-;y-4- [2- (4, 4 -y/f)Vy g p^^-fr- 1 •y^-JH ^ 

t£> 

MS m/e (ESI) 327 (MH + ). 

4 — r 3 — (4 - t -7'fJVv^PAjry;V) -4 - ( 4 - Z± 2k< ^ Z 2 > ~ 1 = 1 ;V 
) -7 .r.~;vl ^e;v^ u ~ 



MS m/e (ESI) 442 (MH + ). , 

4 _ r2 _ (4> 4-y7fJVy^P^y;v) 7^~;H b°^7y/ -i-^^»^ 

xf Jl/x7,fJV 

MS m/e (ESI) 345 (MH + ). 

x _ \ 2 - (4 - t -y^vyy-n^-fr- l -^~;v) ~7^~;H - 4 - ( 2 h ^ 

MS m/e (ESI) 357 (MH + ). 

mtE# 2004-3101242 
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^-v: 175/ 



MS m/e (ESI) 414 (MH + ). _ _ _ 

1- T2- (4 - t zz y±jUj^2_o^±±2Jk} ~7^-^l -4- (rf7^fa^7 ^- 
4 - >f ;v ;* 2 g£ > ffi&iT " 

MS m/e (ESI) 399 (MH + ). 

10 4 9 6] , 
x _ r2 - (4 - t -7^;vv^u^'>;v) 7x^;vl zJ^21 Z^2^>W 



MS m/e (ESI) 38l(MH + ). _ 
1- T2- (4 ~ t -7'fJVy^PA^r->JV) 7x-JVl - 4-77> -3-^V>f^ 

MS m/e (ESI) 381(MH + ). 

l_ |4- [2- (4, 4 - v^if-;v->?p^^->^) z^Ei k] ti^7v^-i-4;v 

MS m/e (ESI) 341 (MH + ). x fj . ^ ^ . - ^ 

4- T3- (4 - t -T-^Vvy-P^^- 1 -4- (4 -^/f^^7y 

MS m/e (ESI) 454 (MH + ). ~~ . o _ 

(2-^H°P T2. 5] ii-»»-5-xv-6->f^x^) 

MS m/e (ESI) 325(MH + ). , ^ ~ 

4- f4- (4-yf^y>-l"^^ -3- (4. 4-yxf)Vy^AJr v 

MS m/e (ESI) 442 (MH + ). m _ 

4- y_- (4-7f^^7y>-l-^^ -3-^^n f5. 5] 3- 

MS m/e (ESI) 454 (MH + ). o . _ 

1- T2- (4, 4-yxf)l/y^PAipy^) -4-^n^M7y/ 

MS m/e (ESI) 343(MH + ). * _ „ , 

I ->^n7°Ptf;^f-JV-4 ~ T2- (4. 4-/xf JVyyPA^y)V) 

MS m/e (ESI) 355 (MH + ). 
[0 4 9 7] 

t _ ; 4 _ r 2 - (4. 4-yxf^/y^a^'>^) ~7;c~;H 1 --f^ 

MS m/e (ESI) 371 (MH + ). ^vi-^ii 
J - T2- (4. 4 - yxf;Vy^PA^»- 1 -J.~>1/) -4- (4- ^h^v^^V 

MS m/e (ESI) 454 (MH + ). 

1 _ [2_- (4. 4-y'xf;Vy^DAJryjV) -4 - (4— ^h^Vfc^ 'jyv— 1 — 

MS m/e (ESI) 484 (MH + ). . _ _ 

i- 14- T2- (4, 4-yxfj^>^p^yiV) -7^-;H M7v/-i- ^ 

MS m/e (ESI) 371 (MH + ). w 
j^^^- 4 - [2- (4. 4-vJ^^y^P^v;V) fc^-7V^ *& 



MS m/e (ESI) 357 (MH + ). 

ffi«E#2 004-3101242 
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^-v: 176/ 



4- f3- (4. 4-v^f-;Vv^P^^-9-- 1 --^-^) -4 - (4--7°P^;V^^ 7 

MS m/e (ESI) 426(MH + ). _ 
4- 13- (4. 4-y'xf;ky^nA^t-l-^-^ -4 - U- (xl^hP 

MS m/e (ESI) 482 (MH + ). 
[0 4 9 8] 

(ttf£1?!) 1 ) Turkat 



<Human f ibronectin^967t7 0 V- h ^<Dmffilt> 
Human f ibronectin(Becton Dickinson Biosciences^) £ phosphate-buffered saline ( 
J^TPBS^K&-r o SigmattM) ~C0.1~0.01 ft g/nlKH & X 3 ) Klffiih, Ztl*50ft 1/well 
-C96?tyv- h (Becton Dickinsontt^)^«L-C, 4°C^ 1 l!fe#fi3-#;fco SB. 

- h^ib±vt£P&*U £tU~l% bovine serum albumin (^TBSA t B&-To Sigmatt© ) £ 
-^trPBS^lOO^l/weliabT, itL£C0 2 incubator ( tl 9 ^ 7 I*! ^"C 20#F^ 

h^_hvi£P£*U lmg/ml BSA*^tfRPMI1640(Sigmatt*)l-!S»b^Jur 
kat «£2.5 x 10 5 W welH**S «£ 3 80;/ l/well«&bnLfco itL^fi*,^, lmg/ml B 
SA^^tr RPMI-1640'C#»fl£t=*^t'fc^#'»*10^ 1/wellitt U lmg/ml BSA£ 

#tr RPMI 16401? II iibfclOOnM phorbol myristate acetate (JilTPMAi: H&i"o Sigmattfi 
) £10/* "7 p V-h*37 , C -C45~60fl"WC02 incubatorl*] "OWR. L?z 0 

- l^JiYt^li^LlOO// 1/well OKPlH-1640T?8clI!i5fci£U -e^^-3.75 mM p-nitrophe 
nol-N-acetyl- i S-D-glucosaminide(SigmattM) RXfO.25 % Triton X-100 (Sigmatt®) 
£#fr50 mM citrate buffer pH 5.0 £60/* 1/well «JnU C0 2 incubator KAftT 37^ 
•C455*W^iaL/co ffit, ifU~5mM EDTA£^-fr50 mM glycine buffer pH10.4£90// 1 
/weliaSinU EL340 Automated Microplate Reader (BI0-TEKtt«) TM05nmOM;K£iI'J 

<*>*&£ IC50 (a/M) tLTSl^Uo 
[0 4 9 9 ] 





IC50 


( ix M) 


m 


mm 


IC50 


( ix M) 




1 


4 . 


5 


1 


7 


6 . 


1 




7 


2 . 


5 


1 


8 


2 . 


6 




8 


2 . 


2 


1 


9 


6 . 


2 




9 


3 . 


1 


2 


O 


7 . 


7 




1 


O 


4 , 


7 


2 


2 


2 . 


2 




1 


2 


3 . 


1 


2 


8 


3 . 


1 




1 


3 


3 . 
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(MMm 2) 1 ^ffijflL$?*:BfrBgSf % £ H" & Ib^M 
< t > *iiff*«Ifi> _ , _ 

A^'jvtF'J^A Of 7fc«ttiQ **100 uni tsA o/^7^f feilt 
Ai J9»L^ffM25ml£«U^o 6% Dextran(Nacalai*fc»l) £-£tr£S£: 

I&7JC (?^IM±S0 £8ml»UlSl^ 455-IHMT*»«Lr*JflL««rifc***feo 
nhfitz±m *%\\<D-f7X^v 7SI?tf(«t> Wfc*Lfc±t»fc^#*<Ophosphate- 
buffered saline (JBJLTPBSfc^o Sigmatt®) £*nx., 1600rpm"C7^nMKlTa^L 
feo #fc*Lfc]fiLJ*W#£4ml ©PBSC®t> £*L£4ml<Z)Ficoll Paque™ PLUS (Amersham 
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, ^Cl^BCECF- 



Biosciences^) fcSUB # b flit 2 Jf ft *2000rpm^30#IM»fc Ltzik, 

±m «5 B£ § ifcHM* * 10ml OPBS t «» L , 1200rpmt?7^iai»^ L T±vt £ JfX «9 ifcv* fc 

o nbti?zmm*o.5n\(D?BSKnmmLtz^ i^mmm^m &iomi^ 

2JHU 1£^133M NaCl*r^-tf7K^*0.5mltnx.^5St*^b. CltL«:1200rpmt?7^M^t 
■C, #£tt/^;fc|«£ lmg/ml bovine serum albumin (i^TBSAi: Hfc-to SigmattSD^trPBS 

#JbtL^$f4'^*2 x 10 7 Wmll-fc* «t 5 lmg/ml BSA-grtrFBSKSfcLifc. 
AM(Dojintt«)Sr»«ft5^Mtw5a:& J: olilLT, 37°CT'45^F^^L^ 0 

J: l? lmg/ml BSA^trPBSt? 2 liifcifr U 5 xl0 7 Wml Id* S «t "9 lmg/ml BSA#trFBSfc?f 

<HUVECHfflflS 7° V - b ©f8R> 

Human umbilical vein endothelial cells (JilTHUVEC t B§-i~) 4r. 10% fetal calf seru 
m&r/30ag/ml endothelial cell growth supplement (Becton Dickinson Bioscience^ 
«) £ilrfrMCDB131«L (^nkylittS) Clit^o *0«»ifc*7.5x 10 d I/we 
11-Ccollagen type l®«a^96^^I^- h (Iwakitttl) fc»UnU C0 2 
- (k7t7tt») t?3Hiai^*t/So JHBIi&tf** (confluent) K4oTV>4 £ fcSlf&L 
j-H^^ t7 >- > *PBS"e 2 ElftiMfe. 0. 1% glutaraldehyde(PmWttM) Sr^trPB 
S 100^1/well^«LT5^HUVEC^@^b/io ±Vt^l#T7° V- h StPBST? 2 @f5fe# 
^ itt^lOO^ l/wellOPBS^»L«fflB#f ^4r-e##L/co 

lmg/ml OBSA£^frRPMI1640 medium (SigmattS) 6. 5ml W LTV^BCECF-AM« 

3 tut 5 x 10 7 ffl/mlO$f^«^^^0.5ml«LT?iSim> HUVEC**Hffl<bS tUf/V- 
bt80^1/well*«inibfeo -tLH, 7t£*>lUmg/mlBSA*^tfRPMI 1 6 4t#I 
K^WL^^WmO^l/welltlmg/mlBSA^^tpRPMI 1 6 4 "ClMSELfclOOn 
M phorbol myristate acetate (JBTFPMA t Pfe-To SigmattfO SrlO^ 1/well^tJD U CO2 4 
ysta.^-t-^lX., 45#W«fiLfco -/V- h^<bJi?t«rK?*U100^1/well^RPMI- 
1640^ifcH|-#fc?#- U -5-^^0.1% NP-40(Calbiochemtt) ^r^tfPBS^lOO^ l/welliMLT, 
ARVOtmSX 1420T ;vf5^;VA *> (Wallactfc»)-cat3taflE*ill5eU»*«BII&«:*** 
fc„ PMA#iM^J:oTJi#L^«»M^50%^miJi-^#^%^M*IC50 (^M) 
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Oxazolonelf Bftfiffr&M •=& ^ fcfc S H^MH 

<0xazolone&~ «fc £^ffc> >. 
5~6»*Balb/c-7<7^ (g$f ^-;vX'J^-!il) ©JftasSr^cmEg^JPO^Lfeo^ 3% 
<7)4-ethoxymethylene-2-phenyl-2-oxazolin-5-one (JJlToxazolone t B&^o SigmattM) * 
#frl00%^y -;v?«^150^ lfo^^xiai:MLf; 0 
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1% <aazolone**trlOOXtr-^yy*>f>l/ (f^«±t) CftI«If7X (*tt*X 
<0xazolone & *K0> 

PI Jfe 3cmO fflJffi JilBP * L fcO. 5%oxazo lane*^tr^*S>a>*100/ilTO#-r* 

#^W«rO. 5% methyl cellulose (Wakott®) * U oxaz 

olone^^Vv a >|§V±^30^BU^#PS#Lfco 0xazolonelr&4B#l«^ * 
KS9B$*^:»*«ttlU tt^fflfcSJOH^ 4ItS*«^L, flc^Lfc^*^? 
**OKfc1fffc»l'fco itLlclml 6O50mMV V (ETFKFB fc PH6.0 

fcinx.&afefcfc* 3 (vonf^-ftvtl) -c*^v*- Hit, nfiK. 

2mlO50mMKPB, pH 6.0£Un;U 3000rpm, 4°C, lOfrto&b L"Cti**Ife*Lfco t#^tt 
/"ifcJftWfc lml 00.5% Hexadecyltrimethyl-ammonium bromide (Sigmatt^) £^tr50mM KP 

P H6 o^inx., •m^mmtmm^m^m.mmm^^-5mm l oMLfz^ 3ooor P m, 4°c, 

lb«-«»^L"C±»*»feo ±fc*Omyeloperoxidase#*Mt£tt&T© * 3 fc«l5£Lfc 
o -t" nhfL±±mi0fiUZS7VK^Ltz0.0n% o-dianisidine (Sigmatt®) 
S.tfO 0005%^m^7K*7X (Wakotttl) £-#rtf50mM KPB, pH6.0 £200/< 1 tin x., 450nm^ 
fctfa^JK&ftfclWLTkinetic-*- KtMCim EL340 Automated Microplat 
e Reader (BIO-TEKttM) fcEWMfcLfco #ttttl^W*fe 0 O&ftfl^SSft* (mO.D./m 
in.) o 4Hk-fr%0*&*^ov>-Cl±, oxazolone^ > FD-jVf, -f& t? *>oxazolonefl§Y£/ 
ft^&K-S-i* CitfSW* (%) tUil^Uo 
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Dextran sulfate sodium^TDSSt P^fo ICNtt«) *l~3*fcfc& J: $ **Lfc*»* ( 
^MiSttSlO £6~7«ffiBalb/cv>>* (H$ft-^'JA-ttS) fc5-7BWl«i 
tbjc$**liife**iE$*^:o MUgi^Disease Activity Index (J^ITDAI £ B&i") 
®<D®K. JflLW^JK^V^ >et-C#m±iM^^^T—fkLDAHjtfc L/to ft*. £41 
«0.5% methyl cellulose (Wakott») *^tr*»fcfc«i*£fcli#»U 10105 
~701lH8Dt4L/;oiWl> 7, 8. 9, 10, 12. 13, 14. 15, 1 
7, 18, 19, 20, 22, 28, 30, 31, 3 2 33 it/ 3 4 0ft'ollt DSS^V 

[jgfiJ2<7^ijffliJr«] 

[ 0 5 0 5] 
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Jfe&wt&i** fctt^Rfc^f 
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(5£>K R 1 0 (±g$PT~>^ n^v^a^fc^U 
r 3 0 ~ 3 2 J±tK5SM^ t;v^;v^. ^v^£tfU 
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